What we claim is: 



or a pharmaceatically acceptable salt thereof, wherein; 
B is theVormula: 

>34 




9 10 11 
R , R , R 



13 32 33 34 35 , 36 
V R , R , R , R , R , and R are 



independently selected from the group consisting of hydrido, acetamido, 
haloacetamido, amidino, guanioino, alkylenedioxy, haloalkylthio, 
alkanoyloxy, alkoxy, alkoxyalkyl, haloalkoxylalkyl, hydroxy, amino, 
alkoxyamino, nitro, lower alkylamino, alkylthio, alkylthioalkyl, alkylsulfinyl, 
alkylsulfonyl, alkylsulfonylalkyl, afyl, aralkyl, cycloalkyl, cycloalkylalkyl, 
alkylsulfonamido, alkylaminosulfonyl, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl\ alkanoyl, haloalkanoyl, alkyl, alkenyl, 
halo, haloalkyl, haloalkenyl, haloalkow, hydroxyhaloalkyl, hydroxyalkyl, 
aminoalkyl, haloalkoxyalkyl, carboxyalttyl, carboalkoxy, carboxy, 
carboxamido, carboxamidoalkyt, and cyaqo; 
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9 10 11 12 13 

R , R , R , and R are optionally selected from the group 

9 10 11 

consisting heteroaryl and heterocyclyl with the proviso that R , R , R 
12 1\ 

R , and R \ are substitutents for other than B; 

16 \9 32 33 34 35 36 
R , R \ , R , R , R ,R , and R are independently optionally 

k \ 16 19 b 

Q with the proviso that no more than one of R and R is Q at the same 

i i ^b . Vbe 
time and that Q is ~ 

. 1 o 

B is optionally, with the proviso that R and R are selected from the 

group consisting of a spacer pair and -W=X-Y=Z-, Formula (V): 

FT 



R 33 ^ K 1 \ 



.R 



35 



Dl 



R 



36 



(V) 



12 12 1 . 

10 wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covajent bond with the provisos that no more 

x 12 12 1 

than one is a covalent bond, no more\han one of D , D , J , J and K is O, 

12 12X1 1212 
no more than one of D , D , J , J anq K is S, one of D , D , J , J and 

1 X 1 2 1 2 1 

K must be a covalent bond when two of\D , D , J , J and K are O and S, 

1 2 1 2 \ 1 
15 and no more than four of D , D , J , J and K are N; 

B is optionally selected from the group consisting of hydrido, 
trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl, 03-C8 alkenyl, C3-C8 alkynyl, 
and C2-C8 haloalkyl, wherein each member ongroup B may be optionally 
substituted at any carbon up to and including 6 atoms from the point of 
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32 33 

attachment of B to A with one or more of the group consisting of R , R 

34 35 J 36 
R , R \and R 



B is\^elected from the group consisting of C3-C12 cycloalkyl and C4- 

33 

heterocyclyl, wherein each ring carbon may be optionally substituted with R , 

a ring carbon other than the ring carbon at the point of attachment of B to A 
may be optionally substituted with oxo provided that no more than one ring 
carbon is substituted by oxo at the same time, ring carbons and nitrogens 
adjacent to the casbon at the point of attachment may be optionally substituted 

9 13 \ 9 
with R or R , a png carbon or nitrogen adjacent to the R position and two 

10 atoms from the poin^yof attachment may be substituted with R , a ring carbon 

13 

or nitrogen adjacent to\the R position and two atoms from the point of 

12 

attachment may be substituted with R , a ring carbon three atoms from the 
point of attachment and adjacent to the R^ position may be substituted with 



15 



R , a ring carbon three 



vms from the point of attachment and adjacent to 



12 \ 33 

the R position may be substituted with R , and a ring carbon four atoms 

11 33 

from the point of attachment anM adjacent to the R and R positions may be 



substituted with R 



34 



1 2 

B is optionally, with the proviso that R and R are selected from the 
group consisting of a spacer pair and\-W=X-Y=Z-, a C5-C9 saturated 

33 

20 heterocyclyl, wherein each ring carbon\is optionally substituted with R , a 

ring carbon other than the ring carbon at\he point of attachment of B to A is 

optionally substituted with oxo provided that no more than one ring carbon is 

substituted by oxo at the same time, ring carbons and nitrogen adjacent to the 

\ • 9 

carbon atom at the point of attachment are optionally substituted with R or 

13 \ 9 

25 R , a ring carbon or nitrogen adjacent to the R position and two atoms from 
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the^oint of attachment is optionally substituted with R^, a ring carbon or 

13 

nitrogen adjacent to the R position and two atoms from the point of 

. 12 
attachment is optionally substituted with R , a ring carbon or nitrogen three 

10 

atoms fron\the point of attachment and adjacent to the R position is 
\ 1 1 

5 optionally substituted with R , a ring carbon or nitrogen three atoms from 

12 

the point of attaoJiment and adjacent to the R position is optionally 
\33 

substituted with R\ , and a ring carbon or nitrogen four atoms from the point 

11 33 

of attachment and adjacent to the R and R positions is optionally 

substituted with R ; 

10 A is selected frorfe the group consisting of single covalent bond, 

7 15 \ 15 7 

(W ) rr -(CH(R )) and \CH(R )) pa -(W ) n wherein rr is an integer 



selected from 0 through 1, pjjjjs an integer selected from 0 through 6, and W 

7 7 

is selected from the group consisting of O, S, C(O), (R )NC(0), (R )NC(S), 

7 \ 
and N(R ) with the proviso that ijo more than one of the group consisting of rr 

15 and pa is 0 at the same time; 
7 

R is selected from the group consisting of hydrido, hydroxy, and 



alkyl; 



15 



R is selected from the group Consisting of hydrido, hydroxy, halo, 
alkyl, and haloalkyl; 
20 V is selected from the group consisting of NH and NOH; 

R**" and X° are independently selected! from the group consisting of 

hydrido, alkyl, alkenyl, cyano, halo, haloalkyl, haloalkoxy, haloalkylthio, 
amino, aminoalkyl, alkylamino, amidino, hydroxy, hydroxyamino, alkoxy, 
hydroxyalkyl, alkoxyamino, thiol, and alkylthic 
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r ° and R"^ and R 1 and R 2 , with the proviso that no more than one of 

the group. consisting of spacer pair X° and and spacer pair R* and R 2 is 

be used at the same time, are optionally selected to be -W=X-Y=Z- wherein - 
W=X-Y-ZA forms a ring selected from the group consisting of a heteroaryl 
ring having from 5 through 6 contiguous members and an aryl; 

W, X,\Y, and Z are independently selected from the group consisting 

of C(R 9 ), C(R \°), C(R L \ C(R 12 ), N, N(R 10 ), O, S and a covalent bond 

with the provisos that one of W, X, Y, and Z is independently selected to be a 
covalent bond wh\n one of W, X, Y, and Z is selected from the group 

10 consisting of N, N(R ), O, and S, no more than one of W, X, Y, and Z is 

optionally selected from the group consisting of O and S, and no more than 
three of W, X, Y, and are optionally selected from the group consisting of N 

and N(R 10 ); 

X and R and R \ and R spacer pairs are independently optionally 

15 selected to be taken togetAf^to form a spacer pair wherein the spacer pair forms 
a linear moiety having fron » through 6 contiguous atoms connecting the 
points of bonding of said spacer pair members to form a ring selected from the 
group consisting of a cycloalkenyl ring having from 5 through 8 contiguous 
members and a partially saturated heterocyclyl ring having from 5 through 8 
20 contiguous members, wherein saitf spacer pair is optionally substituted with 

one or more of the group consisting of R , R , R , R , and R and with 



the proviso that no more than one of fc^ie group consisting of spacer pair X and 

1 1 2 

R and spacer pair R and R is present at the same time; 



R 2 is Z°-Q; 



25 Z is selected from the group consisting of covalent single bond, 

41 42 \ 41 

(CR R ) Q wherein q is an integer selectedVrom 1 through 3, (CH(R )) 0 - 

n 42 \ 

\V -(CH(R ))p wherein g and p are integers independently selected from 0 

through 3 and W° is selected from the group consisting of O, S, C(O), S(O), 
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10 



15 



20 



41 41 41 22 42 
NftR ), andON(R ), and (CH(R )) e -W -( ' 

are mtegers independently selected from 0 through 1 and is selected from 



-(CH(R wherein e and h 
12. 



41 42 

the group consisting of CR =CR , 1,2-cyclopropyl, 1 ,2-cyclobutyI, 1,2- 

cyclohexyl, 1,3-cyclohexyl, 1,2-cyclopentyl, 1,3-cyclopentyl, 2,3- 
morpholinyl, 2,4-morpholinyl, 2,6-morpholinyl, 3,4-morpholinyl, 3,5- 
morpholinw, 1,2-piperazinyl, 1,3-piperazinyl, 2,3-piperazinyl, 2,6- 
piperazinyl,\l,2-piperidinyl, 1,3-piperidinyl, 2,3-piperidinyl, 2,4-piperidinyl, 
2,6-piperidinyd, 3,4-piperidinyl, 1,2-pyrrolidinyl, 1,3-pyrrolidinyl, 2,3- 
pyrrolidinyl, 2)4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4-pyrroIidinyl, 2,3- 
tetrahydrofuranyd, 2,4-tetrahydrofuranyl, 2,5-tetrahydrofuranyl, and 3,4- 

tetrahydrofuranyl)\with the proviso that Z° is directly bonded to the pyrazinone 

ring; 

41 42. 

R and R Vre independently selected from the group consisting of 



amidino, hydroxyamino, hydrido, hydroxy, amino, and alkyl; 

Q is selected fronpt the group consisting of hydrido, with the proviso 



that Z is other than a cov 

R 1 



nt single bond, and the formula (II): 



R 



10 



T.-J- ^ 



Jl 




R 



V<H> 

12 12 1 
wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent Bpnd with the provisos that no more 

12 12 1 
than one is a covalent bond, no more than dpe of D , D , J , J and K is O, 

12 12 1 \ 12 12 

no more than one of D , D , J , J and K r§ S, one of D , D , J , J and 

1 1 \ 2 1 2 1 

K must be a covalent bond when two of D , E) , J , J and K are O and S, 
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12 12 1 
and 119 more than four of D , D , J , J and K are N, with the proviso that 

9 tp 11 12 13 
R , R \, R , R , and R are each independently selected to maintain the 



10 



15 



tetravaleht nature of carbon, trivalent nature of nitrogen, the divalent nature of 
sulfur, and^the divalent nature of oxygen; 
, 4a 4b 

K isXCR R ) n wherein n is an integer selected from 1 through 2; 
4a \ 4b 

R ana R are independently selected from the group consisting of 

halo, hydrido, hvdroxyalkyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 

0 1 \ 4a 4b 1 

E is E , when K is (CR R ) n , wherein E is selected from the 

\ 7 
group consisting of ^ covalent single bond, C(O), C(S), C(0)N(R ), 

(R 7 )NC(0), S(0) 2 , (R 7 )NS(0) 2 , and S(0) 2 N(R 7 ); 




5 6 5 6 

wherein D , D , J , and J are independently selected from the group 

consisting of C, N, O, S and a covalenKbond with the provisos that no more 

2 \ 5 6 5 6 

than one is a covalent bond, K is C, no njiore than one of D , D , J , and J 

5 6 5 \ 6 . 565 6 

is O, no more than one of D , D , J , and \ is S, one of D , D , J , and J 

:> ft 5 6 

must be a covalent bond when two of D , D \ J , and J are O and S, and no 

r 5 6 5 6 
more than four of D , D , J , and J are N; 
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16 17 18 „19 . J , 

, R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, nitro, alkoxyamino, lower alkylamino, alkylthio, 
alkylsulfinyk alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, alkenyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, alkylamino, haloalkoxyalkyl, 
carboalkoxy, and cyano; 

b \ 20 21 

Q is selected from the group consisting of NR R , aminoalkylenyh 

h h \ 26 25 23 24 

Q wherein Q i> hydrido, N(R )C(NR )N(R )(R ), and 

25 23 24\ 20 21 

C(NR )NR R A with the provisos that no more than one of R and R 

10 is hydroxy, amino, alkylamino, or dialkylamino at the same time and that no 

23 \ 24 

more than one of R and R is hydroxy, amino, alkylamino, or 



20 



dialkylamino at the same lime; 

20 2 1 23 j24 25 26 
R , R , R , R \ , R , and R are independently selected from the 

group consisting of hydridoXalkyl, hydroxy, aminoalkylenyl, amino, 



15 dialkylamino, alkylamino, an! 



Q is selected from the 



oxy alkyl; 

*\dup consisting of a single covalent bond, 



37 38 

(CR R )fc wherein b is an integer selected from 1 through 4, and 
(CH(R^)) c -W^-(CH(R^)) c j wherein c and d are integers independently 
selected from 1 through 3 and is selected from the group consisting of 

C(0)N(R 14 ), (R 14 )NC(0), S(O), S(0) 2 ^(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and 

14 14 
N(R ), with the provisos that R is selected from other than halo when 

directly bonded to N and that (CR^R*^)^ an\(CH(R* 4 )) c are bonded to E°; 

14 x 
R is selected from the group consisting of hydrido, halo, alkyl, and 



25 



haloalkyl; 
R~ 

hydrido, alkyl, and haloalkyl 



37 38 , 

R and R are independently selected from fche group consisting of 
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is optionally selected from the group consisting of aroyl and 



heteroaro\ 



n \ h ^ 14 

Y is\optionally Q -Q wherein Q is (CH(R )), 



■-W 2 - 



(CH(R l5 )) h , 



15 



wherein e and h are integers independently selected from 1 through 2 and W 

4a 4b \ 14 o 

isCR =CR \\ith the proviso that (CH(R )) e is bonded to E ; 

o . \ b ssss b 

Y is optionally selected from the group consisting of Q -Q and Q - 

Q SSSSr wherein Q SSSS i\(CH(R 38 )) r -W 5 and Q SSSSr is (CH(R 38 )) r -W 6 r is an 

5 6 

integer selected from 1 through 2, and W and W are independently selected 

from the group consisting\of 1,4-indenyl, 1,5-indenyl, 1,6-indenyI, 1,7- 
10 indenyl, 2,7-indenyl, 2,6-indenyl, 2,5-indenyl, 2,4-indenyl, 3,4-indenyl, 3,5- 
indenyl, 3,6-indenyl, 3,7-inaenyl, 2,4-benzofuranyl, 2,5-benzofuranyl, 2,6- 
benzofuranyl, 2,7-benzofuran5(l, 3,4-benzofuranyl, 3,5-benzofuranyl, 3,6- 

2y4-benzothiophenyl, 2,5-benzothiophenyl, 
UPDJienyl, 3,4-benzothiophenyl, 3,5- 
inyl, 3,7-benzothiophenyl, 2,7- 
i$azo(l,2-a)pyridinyI, 3,5-imidazo(l,2- 
a)pyridinyl, 3,6-imidazo(l,2-a)pyridi\iyl, 3,7-imidazo(l,2-a)pyridinyl, 2,4- 
indolyl, 2,5-indolyl, 2,6-indolyl, 2,7-i\dolyl, 3,4-indolyl, 3,5-indolyl, 3,6- 
indolyl, 3,7-indolyl, 1,4-isoindolyl, l,5\soindolyl, 1,6-isoindolyl, 2,4- 
2 0 isoindolyl, 2,5-isoindolyl, 2,6-isoindoIyl,\2,7-isoindolyl, 1,3-isoindolyl, 3,4- 
indazolyl, 3,5-indazolyl, 3,6-indazolyl, 3,7\dndazolyl, 2,4-benzoxazolyl, 2,5- 
benzoxazolyl, 2,6-benzoxazolyl, 2,7-benzoxVzolyl, 3,4-benzisoxazolyl, 3,5- 
benzisoxazolyl, 3,6-benzisoxazolyl, 3,7-benzrteoxazolyl, 1,4-naphthyl, 1,5- 
naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8-naplkhyl, 2,4-naphthyl, 2,5- 

2 5 naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 2,4-quinolinyl, 2,5- 

quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quimolinyl, 3,4-quinolinyl, 3,5- 
quinolinyl, 3,6-quinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,5-quinolinyl, 4,6- 
quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyI, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1 ,7-isoquinolinyl, l\8-isoquinolinyl, 3,4- 

3 0 isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyl, 3,8- 

isoquinolinyl, 4,5-isoquinolinyI, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 



benzofuranyl, 3,7-benzofuranyf 
2,6-benzothiophenyl, 2,7-benzoi 
benzothiophenyl, 3,6-benzothio 
imidazo(l,2-a)pyridinyl, 3,4-imi 
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^^^^^^ 



isdkquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnoIinyl, 
3,8\cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyl, and 4,8- 
cinn^linyl, and each carbon and hyrido containing nitrogen member of the ring 

6 5 
of the W and of the ring of the W , other than the points of attachment of W 



5 and W ,\is optionally substituted with one or more of the group consisting of 
R^, R^, \ and R^, with the provisos that Q b is bonded to lowest 

number substftuent position of each W^, is bonded to highest number 

6 38 o 

substituent positfon of each W , and (CH(R )) r is bonded to E . 



e compound as^recited in Claim 1 having the Formula: 

1 




15 




or a pharmaceutical^ acceptable sa(t thereof, wherein; 
B is the Formula: 

>34 



32 33 34 35 36 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamidV amidino, guanidino, 
alkylenedioxy, haloalkylthio, alkanoyloxy, alkoxy, hydroxy, amino, 
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alkoxyamino, haloalkanoyl, nitro, lower alkylamino, alkylthio, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkylsulfonamido, 
amidosulfonyl, monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, 
alkenyL halo, haloalkyl, haloalkenyl, haloalkoxy, hydroxyalkyl, alkylamino, 

5 carboallopxy, carboxy, carboxamido, cyano, and Q^; 

1 2 

B rs optionally, with the proviso that R and R are selected from the 

group consisting of a spacer pair and -W=X-Y=Z-, Formula (V): 

,34 



10 



15 



20 




(V) 

1 2 1 2\ 1 
wherein D , D , J , J and K are independently selected from the group 



consisting of C, N, O, S covalent bond with the provisos that no more 

than one is a covalent bon 



s 12 12 1 . 

more than one of D , D , J , J and K is O, 



no more than one of D , 



12 1 12 12 

, J and K is S, one of D , D , J , J and 



1 \ 12 12 1 

K must be a covalent bond whe\j two of D , D , J , J and K are O and S, 

1 2 \1 2 1 
and no more than four of D , D , A , J and K are N; 

B is optionally selected from ihe group consisting of hydrido, 

trialkylsilyl, C2-C8 alkyl, C3-C8 alkytenyl, C3-C8 alkenyl, C3-C8 alkynyl, 

and C2-C8 haloalkyl, wherein each member of group B is optionally 

substituted at any carbon up to and including 6 atoms from the point of 

v . 32 33 

attachment of B to A with one or more of th^ group consisting of R , R 

34 35 , 36 
R , R , and R ; 

B is selected from the group consisting olRC3-Ci2 cycloalkyl and C4- 



heterocyclyl, wherein each ring carbon may be optionally substituted with R 



33 
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O 



o 



a ring carbon other than the ring carbon at the point of attachment of B to A 
may \>e optionally substituted with oxo provided that no more than one ring 
carbon\s substituted by oxo at the same time, ring carbons and nitrogens 
adjacent\p the carbon at the point of attachment may be optionally substituted 

9 \ 13 9 
with R or^i. , a ring carbon or nitrogen adjacent to the R position and two 

atoms from tn^ point of attachment may be substituted with R , a ring carbon 

13 

or nitrogen adjacent to the R position and two atoms from the point of 
attachment may be^ubstituted with R , a ring carbon three atoms from the 
point of attachment an^i adjacent to the R position may be substituted with 

10 R * \ a ring carbon thre^ atoms from the point of attachment and adjacent to 

12 \ .33 

the R position may be substituted with R , and a ring carbon four atoms 

11 33 

from the point of attachment\and adjacent to the R and R positions may be 



substituted with R 



34 



15 



B is optionally, with the 
group consisting of a spacer pai 



1 2 

>viso that R and R are selected from the 



id -W=X-Y=Z-, a C5-C9 saturated 



.33 



heterocyclyl, wherein each ring carbon is optionally substituted with R , a 

ring carbon other than the ring carbon at the point of attachment of B to A is 

optionally substituted with oxo provider that no more than one ring carbon is 

substituted by oxo at the same time, ringNcarbons and nitrogen adjacent to the 

\ 9 
2 0 carbon atom at the point of attachment are Optionally substituted with R or 

13 \ 9 

R , a ring carbon or nitrogen adjacent to th^ R position and two atoms from 

the point of attachment is optionally substituted with R , a ring carbon or 

nitrogen adjacent to the R 13 position and two a tdplS from the point of 

12 

attachment is optionally substituted with R , a ring carbon or nitrogen three 
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v 10 
at^ms from the point of attachment and adjacent to the R position is 

optionally substituted with R* \ a ring carbon or nitrogen three atoms from 

12 

the poi^it of attachment and adjacent to the R position is optionally 
v . 33 

substituted with R , and a ring carbon or nitrogen four atoms from the point 

11 33 

of attachment and adjacent to the R and R positions is optionally 



substituted with R 



34 



10 



20 



25 



9 1(\ 11 12 13 
R , R \R , R , and R are independently selected from the 

group consisting oi hydrido, acetamido, haloacetamido, alkoxyamino, 
alkanoyl, haloalkanWl, amidino, guanidino, alkylenedioxy, haloalkylthio, 
alkoxy, hydroxy, ammo, lower alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfamido, alkylsmfonyl, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminoalkyl, carboalkoxy,\carboxy, carboxyalkyl, carboxamido, and cyano; 



R 9 .R 10 ,R U R i: 



1 5 consisting of heteroaryl and 



13 

d R are optionally selected from the group 

• , t.9 „10 „11 
krocyclyl with the proviso that R , R , R 



12 13 

R , and R are substitutents for other than B; 

A is selected from the group consisting of single covalent bond and 
15 7 

(CH(R ))pa~(W ) rr wherein it is a^ integer selected from 0 through 1 , pa is 



7 



an integer selected from 0 through 3, ai\d W is selected from the group 

consisting of O, S, C(O), (R ? )NC(0), (R\ )NC(S), and N(R ? ); 
7 . 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 
15 

R is selected from the group consisting of hydrido, hydroxy, halo, 

alkyl, and haloalkyl; 

R 1 and X° are independently selected frorrrthe group consisting of 
hydrido, alkyl, cyano, halo, haloalkyl, haloalkoxy, amino, aminoalkyl, 
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alk^clamino, amidino, hydroxy, hydroxyamino, alkoxy, hydroxyalkyl, 
alkoxyamino, thiol, and alkylthio; 
1 o 

vR and R are optionally selected to be -W-X-Y-Z- wherein -W=X- 

Y=Z- fokns a ring selected from the group consisting of a heteroaryl ring 
having from 5 through 6 contiguous members and an aryl; 

W, X, Y, and Z are independently selected from the group consisting 

of C(R 9 ), C(^ 10 ), C(R H ), C(R 12 ), N, N(R 10 ), O, S and acovalent bond 

with the provisos that one of W, X, Y, and Z is independently selected to be a 
covalent bond wljen one of W, X, Y, and Z is selected from the group 
, 10 

10 consisting of N, NIR ), O, and S, no more than one of W, X, Y, and Z is 

optionally selected ftom the group consisting of O and S, and no more than 
three of W, X, Y, and\£ are optionally selected from the group consisting of N 

and N(R l °); 

1 o 

R and R spacer pairs are independently optionally selected to be 

15 taken together to form a spacer pair wherein the spacer pair forms a linear 
moiety having from 3 through 6 contiguous atoms connecting the points of 
bonding of said spacer pair members to form a ring selected from the group 
consisting of a cycloalkenyl riaWhaving from 5 through 8 contiguous members 
and a partially saturated heterocwrlyl ring having from 5 through 8 contiguous 

2 0 members, wherein said spacer pair is optionally substituted with one or more 

,9 ia 11 12 , 13 
of the group consisting of R , R \R , R , and R 

R 2 is Z°-Q; 

Z° is selected from the group consisting of covalent single bond and 

41 42 \ 41 

(CR R )q wherein q is an integer selected from 1 through 2, (CH(R 

fi 42 \ 

25 \Y -(CH(R )) D wherein g and p are integers independently selected from 0 

o \ 41 

through 3 and W is selected from the group consisting of O, S, and N(R ), 



and(CH(R 41 )) e 



.w 22 — -« 



(CH(R ))^ wherein e and h are integers independently 
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selected from 0 through 1 and 



is selected from the group consisting of 



4\ 42 

CR VCR , 1,2-cyclopropyl, 1,2-cyclobutyl, 1,2-cyclohexyl, 1,3- 

cyclohaxyl, 1,2-cyclopentyl, 1,3-cyclopentyl, 2,3-morpholinyl, 2,4- 
morpholkiyl, 2,6-morpholinyK 3,4-morpholinyl, 3,5-morpholinyl, 1,2- 
5 piperazinw, 1,3-piperazinyl, 2,3-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 
13-piperidMiyl, 2,3-piperidinyi, 2,4-piperidinyl, 2,6-piperidinyl, 3,4- 
piperidinyl, \,2-pyrrolidinyl, 1,3-pyrrolidinyi, 2,3-pyrrolidinyl, 2,4- 
pyrrolidinyl, 2L5-pyrrolidinyl, 3,4~pyrrolidinyl, 2,3-tetrahydrofuranyl, 2,4- 
tetrahydrofuranyl, 2,5-tetrahydrofuranyl, and 3,4-tetrahydrofuranyl, with the 

10 proviso that Z° is\directly bonded to the pyrazinone ring; 
41 42 

R and R \ are independently selected from the group consisting of 

hydrido, hydroxy, and amino; 

Q is selected from the group consisting of hydrido, with the proviso 

that Z° is other than a cavalent single bond, aryl, and heteroaryl, wherein a 

15 carbon adjacent to the carVm at the point of attachment is optionally substituted 

9 \ 
by R , the other carbon adjacent to the carbon at the point of attachment is 



optionally substituted by I^y^a carbon adjacent to R and two atoms from the 

carbon at the point of attachment is optionally substituted by R , a carbon 
13 

adjacent to R and two atoms frqm the carbon at the point of attachment is 



12 



10 



20 optionally substituted by R , and ^ny carbon adjacent to both R and R 

optionally substituted by R^S 

4a 4a 

K is CHR wherein R is selected from the group consisting of 

hydrido, hydroxyalkyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 

E° is selected from the group consisting of a covalent single bond, 

25 C(0)N(H), (H)NC(O), (R ? )NS(0) 2 , and s\o) 2 N(R 7 ); 
Y° is formula (IV): 



12 



is 
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15 




(IV) 

5 \6 5 6 

wherein D , D , J , and J are independently selected from the group 

consisting of Oy N, O, S and a covalent bond with the provisos that no more 

, 2 5 6 5 

than one can be \ covalent bond, K is C, no more than one of D , D , J , 

6 \ 5 6 5 6 5 

and J can be O, qo more than one of D , D , J , and J can be S, one of D 

6 5 6 \ 5 6 5 6 

D , J , and J musj: be a covalent bond when two of D , D , J , and J are O 

5 6 5 6 

and S, and no more man four of D , D , J , and J can be N, with the 

16 1\7 18 19 
provisos that R ,R uR , and R are each independently selected to 

maintain the tetravalentwiaftfre of carbon, trivalent nature of nitrogen, the 
divalent nature of sulful,\axid the divalent nature of oxygen; 

R^, , R^ , and R^ are independently selected from the group 

consisting of hydrido, amiaino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, anacyano; 

R^ and R^ are optionally with the proviso that no more than one 

of R^ and R^ is Q b at the sam^time and that is Q^ C ; 

b \ 20 2 1 be be 

Q is selected from the group consisting of NR R , Q wherein Q is 



hydrido, N(R 26 )C(NR 25 )N(R 23 )(RV 4 ), and C(NR 25 )NR 23 R 24 , with the 



20\ 21 

20 provisos that no more than one of R Wd R is hydroxy, amino, alkylamino, or 
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\ 23 24. 

dialkylamino at the same time and that no more than one of R and R is 

hydroxy, amino, alkylamino, or dialkylamino at the same time; 

\ 20 21 23 24 25 26 
\R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 

Q \is selected from the group consisting of a single covalent bond, 
37 38\ 

(CR R )ft wherein b is an integer selected from 1 through 4, and 
(CH(R^)) c -W^-(CH(R^)) ( j wherein c and d are integers independently 
selected from 1 through 3 and is selected from the group consisting of 

C(0)N(R 14 ), (R^NCCO), S(O), S(0) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and 

14 \ 14 

N(R ), with the provisos that R is selected from other than halo when 

37 38 14 o 

directly bonded to N a^d that (CR R ) b , and (CH(R )) c are bonded to E ; 

14 

R is selected frpm the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

iently selected from the group consisting of 



37 38 
R and R are inc 



15 hydrido, alkyl, and haloalkyl; 
.38. 



R is optionally selected from the group consisting of aroyl and 



20 



heteroaroyl; 



Y° is optionally Q b -Q SS wh\rein Q SS is (CH(R 14 )) e -W 2 -(CH(R 15 )) h , 



wherein e and h are integers independently selected from 1 through 2 and 

4a \ 14 q 

is CR -CH with the proviso that (Cf\(R )) e is bonded to E 



w 2 



3 /The compound as recited in Claim 2 or^ pharmaceutically acceptable salt 
/ /thereof, wherein; 

B is selected from the group consisting of hydrido, trialkylsilyl, C2-C8 
25 alkyh C3-C8 alkylenyl, C3-C8 alkenyl, C3-Q8 alkynyl, and C2-C8 haioalkyi, 
wherein each member of group B is optionally\substituted at any carbon up to 
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10 



15 



20 



25 



and mcluding 6 atoms from the point of attachment of B to A with one or more 
of the 



roup 



32 33 34 35 J 36 
consisting of R , R , R , R , and R ; 



32 33 34 35 36 
R\ , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio, 
amidosulfonyl,\monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, 
haloalkyl, haloaf^oxy, hydroxyalkyl, carboalkoxy, carboxy, carboxamido, 

cyano, and Q* 5 ; 

P5 7 

A is (CH(R \))p a -W wherein pa is an integer selected from 1 through 

7 \ 7 

3 and W is selected fnpm the group consisting of O, S, and N(R ) wherein 

7 x 
R is selected from the gfoup consisting of hydrido and alkyl; 

R^ is selected fro^i the group consisting of hydrido, hydroxy, halo, 

15 

alkyl, and haloalkyl with the\proviso that R is other than hydroxy and halo 



15 

when R is on the carbon bo 



R^ and X° are indeperjldi 



7 

td directly to W ; 



selected from the group consisting of 

hydrido, alkyl, cyano, halo, hilodfkyl, haloalkoxy, amino, aminoalkyl, 
alkylamino, amidino, hydroxy, hy^roxyamino, alkoxy, hydroxyalkyl, 
alkoxyamino, thiol, and alkylthio; 
1 2 

R and R are optionally selected to be -W=X-Y=Z- wherein -W=X- 

Y-Z- forms a ring selected from the group consisting of a heteroaryl ring 
having from 5 through 6 contiguous members and an aryl; 

W, X, Y, and Z are independently selected from the group consisting 

of C(R 9 ), C(R 10 ), C(R U ), C(R 12 ), N, N(R 10 ), O, S and a covalent bond 

with the provisos that one of W, X, Y, and Z is independently selected to be a 
covalent bond when one of W, X, Y, and Z 1^ selected from the group 
10 

consisting of N, N(R ), O, and S, no more\than one of W, X, Y, and Z is 
optionally selected from the group consisting o^O and S, and no more than 

202 



C-3202 



10 



15 



25 



three of W, X, Y, and Z are optionally selected from the group consisting of N 
and 

1 2 

and R spacer pairs are independently optionally selected to be 

taken together to form a spacer pair wherein the spacer pair forms a linear 
moiety having from 3 through 6 contiguous atoms connecting the points of 
bonding of said spacer pair members to form a ring selected from the group 
consisting of a\cycloalkenyl ring having from 5 through 8 contiguous members 
and a partially saturated heterocyclyl ring having from 5 through 8 contiguous 
members, whereii^ said spacer pair is optionally substituted with one or more 

9 10 11 12 13 
of the group consisting of R , R , R , R , and R 

R 2 is Z°-Q; 



Z is selected from the group consisting of covalent single bond and 



.41 42 



(CR R )q wherein q lis an integer selected from 1 through 2; 
41 42 

R and R are independently selected from the group consisting of 



hydrido, hydroxy, and amin^; 

Q is selected from the 
a carbon adjacent to the carbor 
9 

substituted by R , the other ce rl 

i 



;roup consisting of aryl and heteroaryl, wherein 
\t the point of attachment is optionally 

adjacent to the carbon at the point of 



13 9 
attachment is optionally substituteckby R , a carbon adjacent to R and two 

2 0 atoms from the carbon at the point ©reattachment is optionally substituted by 

R^, a carbon adjacent to R^ and tw&> atoms from the carbon at the point of 



attachment is optionally substituted by 

10 12 
R and R is optionally substituted by 



,12 



, and any carbon adjacent to both 
11 



9 10 11 12 13 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, alkoxyamino, 
alkanoyl, haloalkanoyl, amidino, guanidino, allWlenedioxy, haloalkylthio, 
alkoxy, hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyl, 
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15 



alkylsulfamido, alkylsulfonyl, amidosulfonyl, monoalkyl amidosulfonyl, 
dia\kyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminpalkyl, carboalkoxy, carboxy, carboxyalkyl, carboxamido, and cyano; 
4a 4a 

> K is CHR wherein R is selected from the group consisting of 

hydridoXhydroxyalkyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 
E \js selected from the group consisting of a covalent single bond, 

C(0)N(H), fcH)NC(O), (R ? )NS(0) 2 , and S(0) 2 N(R 7 ); 




5 6 5 
wherein D , D , J , and 



(IV) 

re independently selected from the group 



20 



consisting of C, N, O, S and a covalent bond with the provisos that no more 



5 6 5 6 

than one is a covalent bond, K Njs C, no more than one of D , D , J , and J 

. 5 6\ 5 6 . 5 6 5 6 

is O, no more than one of D , D ,\J , and J is S, one of D , D , J , and J 

A 5 6 5 6 
must be a covalent bond when two of\D , D , J , and J are O and S, and no 

more than four of D^, D^, J~*, and ai^ N; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, ha\p, haloalkyl, haloalkoxy, 
hydroxyalkyl, alkylamino, and cyano; 
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10 



^ and are optionally with the proviso that no more than one 

of R^ ano^R^ is at the same time and that Q* 3 is Q^ e ; 

b \ . 20 21 be be . 

Q is^elected from the group consisting of NR R , Q wherein Q is 

25 23 24 25 23 24 

hydrido, N(R \)C(NR )N(R )(R ), and C(NR )NR R , with the 

20 21 

provisos that no rrtpre than one of R and R is hydroxy, amino, alkylamino, or 

\ 23 24 

dialkylamino at the skme time and that no more than one of R and R is 

hydroxy, amino, alkylamino, or dialkylamino at the same time; 

20 21 23\ 24 25 26 
R , R , R ,\R , R , and R are independendy selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 

s \ 
Q is selected from \he group consisting of a single covalent bond, 

37 38 

(CR R )b wherein b is anMnteger selected from 1 through 3, and 
(C^R^^^w'^CHCR 15 )^ ^hSprein c and d are integers independently 



selected from 1 through 2 and W \ is selected from the group consisting of 

C(0)N(R 14 ), (R 14 )NC(0), S(O), S(0) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and 

14 14 . 

15 N(R ), with the provisos that R i^ selected from other than halo when 

directly bonded to N and that (CR 37 R \) b , and (CH(R l4 )) c are bonded to E°; 

14 , 
R is selected from the group consisting of hydrido, halo, alkyl, and 

haloaikyl; 

37 38 v 
R and R are independently selected from the group consisting of 



20 hydrido, alkyl, and haloaikyl; 

38. . 
R is optionally selected from the groupV:onsisting of aroyl and 

heteroaroyl; 
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.b ^SS 



14. 



Y \is optionally Q -Q wherein Q is (CH(R )) e -W -(CH(R )) h , 



-w 2 



15 



wherein e ai^d h are integers independently selected from I through 2 and 

4a \ 14 o 

is CR =CH yith the proviso that (CH(R )) e is bonded to E . 



w 2 



5^ 4./The compound as recited in Claim 3 having the Formula: 



10 



15 



20 




O 



H 



O 



or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from tlae group consisting of hydrido, trialkylsilyl, C2-C4 



alkyl, C3-C5 alkylenyl, C3 
wherein each member of gro 
and including 3 atoms from 



4 alkenyl, C3-C4 alkynyl, and C2-C4 haloalkyl, 
optionally substituted at any carbon up to 
nt of attachment of B to A with one or more 



2 2 133 34 
of the group consisting of R^ , , and R 

32 33 34 
R , R , and R are independently selected from the group 

consisting of hydrido, acetamido, hafbacetamido, amidino, guanidino, alkoxy, 
hydroxy, amino, alkoxyamino, loweralkylamino, alkylthio, amidosulfonyl, 
monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, carboalkoxy,\jarboxy, carboxamido, and cyano; 
15 7 

A is (CH(R ))p a -N(R ) wherein\pa is an integer selected from 1 

7 . 
through 2 and R is selected from the group Consisting of hydrido and alkyl; 

15 

R is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 
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and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, 
alkoxy, aikyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, 
haloalkoxy,Vnd halo; 

1 \ 9 

5 R andR z are optionally selected to be -W=X-Y=Z- wherein -W=X- 

Y=Z- forms a rir^g selected from the group consisting of a heteroaryl ring 
having from 5 through 6 contiguous members and an aryl; 

W, X, Y, arid Z are independently selected from the group consisting 

of C(R 9 ), C(R 10 ), OfR 11 ), C(R 12 ), N, N(R 10 ), O, S and a covalent bond 

10 with the provisos that one of W, X, Y, and Z is independently selected to be a 
covalent bond when one of W, X, Y, and Z is selected from the group 

consisting of N, N(R 10 )\ O, and S, no more than one of W, X, Y, and Z is 

optionally selected from tne group consisting of O and S, and no more than 
three of W, X, Y, and Z are\pptionally selected from the group consisting of N 
10 

15 andN(R ); 

1 7 \f 

R and R spacer pairs ^^independently optionally selected to be 

taken together to form a spacer j^iii wherein the spacer pair forms a linear 
moiety having from 3 through (^contiguous atoms connecting the points of 
bonding of said spacer pair members to form a ring selected from the group 
20 consisting of a cycloalkenyl ring having from 5 through 8 contiguous members 
and a partially saturated heterocyclyl iing having from 5 through 8 contiguous 
members, wherein said spacer pair is optionally substituted with one or more 

of the group consisting of R , R , R ,\R , and R ; 



25 



R 2 is Z°-Q; 



Z° is selected from the group consisting of covalent single bond and 



CH 2 ; 

Q is selected from the group consisting oKaryl and heteroaryl, wherein 
a carbon adjacent to the carbon at the point of attachment is optionally 

9 \ 
substituted by R , the other carbon adjacent to the carbon at the point of 
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15 



13 9 
attachment is optionally substituted by R , a carbon adjacent to R and two 

atoms from the carbon at the point of attachment is optionally substituted by 

R^, a carbon adjacent to R^ and two atoms from the carbon at the point of 

12 

attachment ^optionally substituted by R , and any carbon adjacent to both 

10 try l2\ . „ , . Jt n ll 
R and R r§ optionally substituted by R 

9 1 1\ 13 
R , R \and R are independently selected from the group 

consisting of hydndo, hydroxy, amino, amidino, guanidino, lower 
alkylamino, alkylthW alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, 
amidosulfonyl, monoalkyl amidosulfonyl, alkyl, alkoxy, halo, haloalkyl, 
haloalkoxy, hydroxy aljcyl, carboxy, carboxamido, and cyano; 

R^ and R^ ar& independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkylamino, alkylsulfonamido, 
amidosulfonyl, monoalkyl amidosulfonyl, dialkyl amidosulfonyl, 
hydroxyalkyl, aminoalkyl, caVboalkoxy, carboxy, carboxyalkyl, 
amidocarbonyl, halo, haloalky^ \uid cyano; 

Y° is formula (IV): 



R 



R 



17 



R J 



16^ 



D' 



J 



D' 



R 



19 



U~ (1\ 
wherein D^, D , J" 5 , and J are independent! ^selected from the group 

2 0 consisting of C, N, O, S and a covalent bond with the provisos that no more 

2 . \ 5 6 5 6 

than one is a covalent bond, K is C, no more thaji one of D , D , J , and J 

565 6 \ 565 6 

is O, no more than one of D , D , J , and J is S, ©ne of D , D , J , and J 
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10 



15 



25 



5 6 5 6 

lust be a covalent bond when two of D , D , J , and J are O and S, and no 

\ 5 6 5 6 

mofe than four of D , D , J , and J are N; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy\ amino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, 
alkanoyl ,\ialoalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminoalkyK and cyano; 

R^ apd R^ are optionally with the proviso that no more than one 

of R^ and R \is at the same time and that is Q^ e ; 

b \ 20 2 1 be 

Q is selected from the group consisting of NR R , Q wherein 

Q be is hydrido, CC^l^NR^R 24 and N^S^NR^NCR^XR 24 ), with 

v 20 21 

the provisos that no mfyre than one of R and R is hydroxy at the same time 

„ 23 24 

and that no more than ontyof R and R is hydroxy at the same time; 



20 21 23 
R , R , R , 



25 26 
R , and R are independently selected from the 



group consisting of hydrido,\alkyI, and hydroxy; 

s 

Q is selected from theNgroup consisting of a single covalent bond, 
CH 2 , and CH 2 CH 2 . 




5/The compound as recited in Claim 4 having the Formula or a 
pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of ethyl, 2-propenyl, 2- 
propynyl, propyl, isopropyl, trimethyleW, tetramethylene, butyl, 2-butenyl, 3- 
butenyl, 2-butynyl, sec-butyl, /e/T-butyUVsobutyl, 2-methylpropenyl, 2,2,2- 
trifluoroethyl, 3,3,3-trifluoropropyl, and 2,2-difluoropropyl, wherein each 
member of group B is optionally substituted at any carbon up to and including 
3 atoms from the point of attachment of B to\^ with one or more of the group 

32 33 34 
consisting of R , R , and R 
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20 



25 



32 33 34 
R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, 
acetamido\trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, 
methylthio,Wiylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl\trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, 
bromo, amidosujfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, 
hydroxymethyl, lvhydroxyethyl, 2-hydroxyethyl, 2,2,2-trifluoro-l- 
hydroxyethyl, metnoxycarbonyl, ethoxycarbonyl, amidocarbonyl, N- 
methylamidocarbonyl, N,N-dimethylamidocarbonyl, and cyano; 

A is selected fr^m the group consisting of single covalent bond, NH, 

and N(CH 3 ); 

and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydro xyamino, aminomethyl, 1- 
aminoethyl, methylamino, dimethylamino, cyano, methyl, ethyl, 
trifluoromethyl, pentafluoroetlWl, 2,2,2-trifluoroethyl, methoxy, 
hydroxymethyl, l-hydroxyethyl\2-hydroxyethyI, methoxyamino, methylthio, 



ethylthio, trifluoromethoxy, 1,1> 
bromo; 

R 2 is Z°-Q; 
,0 . 



rtetrafluoroethoxy, fluoro, chloro, and 



Z is selected from the group consisting of a covalent single bond and 



CH 2 ; 



30 



Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-im\dazolyl, 4-imidazolyl, 3- 
pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazoVyl, 5-isoxazolyl, 2-pyridyl, 3- 
pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl,Wpyrimidinyl, 5-pyrimidinyl, 

3- pyridazinyl, 4-pyridazinyl, and l,3,5-triazin-2\yl, wherein a carbon adjacent 

\ 9 
to the carbon at the point of attachment is optionally substituted by R , the 

other carbon adjacent to the carbon at the point of attachment is optionally 

13 9 x 

substituted by R , a carbon adjacent to R and two atoms from the carbon at 
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the point of attachment is optionally substituted by R , a carbon adjacent to 
13 

R atjd two atoms from the carbon at the point of attachment is optionally 

12 10 12 

substituted by R , and any carbon adjacent to both R and R is optionally 



substituted\by R 
11 



11 



13 



and R are independently selected from the group consisting 

of hydrido, amldino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxyu isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pehtafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3- 
10 pentafluoropropyl, tmluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 

chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfpnyl, hydroxymethyl, 1-hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-triflupro- 1-hydroxyethyl, amidocarbonyl, N- 
methylamidocarbonyl, N,I^-dimethylamidocarbonyl, and cyano; 

15 R ~ and R'~ are independently selected from the group consisting of 

rboxy, carboxy methyl, methyl, ethyl, propyl, 
>propoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 1- 
aminoethyl, 2-aminoethyl, N-metlWlamino, dimethylamino, N-ethylamino, 
20 methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, N,N- 

dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro- 1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbony|, N,N-dimethylamidocarbonyl, 
fluoro, chloro, bromo, and cyano; 

2 5 Y° is selected from the group consisting of: 

1- Q b ^_Q S -2-R 16 -3-R I7 -5-R 18 -6-R l9 benz^ne, 

2- Q b -5-Q S -6-R 17 -^-R l8 -2-R 19 pyridine, 

3- Q b -6-Q S -2-R 1 6 -5-R 1 8 -4-R 1 pyridine, 2-Q b Aq S -3-R 1 6 -6-R 1 8 pyrazine, 



hydrido, amidino, guanidino 
isopropyl, methoxy, ethoxy, i 
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, _s „ „18 ^ „18 , 19 . , . 
3-Q -6-Q -2-R -5-R -4-R pyndazine, 

2- Q^-Q S -6-R 17 -4-R 18 pyrimidine, 5-Q b -2-Q S -3-R 16 -6-R 19 pyrimidine, 

3- Q b -5^Q S -4-R 16 -2-R 19 thiophene, 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 

3-Q b .5.Q^.R I6 .2-R 19 furan, 2-Q b -5-Q S -3-R 16 -4-R 17 furan, 

b s \ 16 19 b s 16 17 

3- Q -5-Q" -4-R -2-R pyrrole, 2-Q -5-Q -3-R -4-R pyrrole, 

b s \9 b s 17 

4- Q -2-Q -5-R ^imidazole, 2-Q -4-Q -5-R imidazole, 

b s 16\ b s 16 

3-Q -5-Q -4-R iSpxazole, 5-Q -3-Q -4-R isoxazole, 

b s 16 \ b s 19 

2-Q -5-Q -4-R pyr^zole, 4-Q -2-Q -5-R thiazole, and 

b s 17 
2-Q -5-Q S -4-R thiazo\e; 

10 R^, R^, R^, a$d R^ are independently selected from the group 

consisting of hydrido, methVl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxyXisopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2^iminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethwtoio, isopropylthio, trifluoromethylthio, 
15 methylsulfinyl, ethylsulfmyl, nrechylsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroetnyl, 2,2,333-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulforWl, N,N-dimethylamidosulfonyI, 
hydroxy methyl, l-hydroxyethyl, 2-hy^roxyethyl, 2,2,2-trifluoro-l- 
2 0 hydroxyethyl, and cyano; 

n 16 in 19 it . Xt , . 

R and R are optionally Q wi^i the proviso that no more than one 

of R^ and R^ is at the same time and \at is Q^ e ; 

b \ 20 2 1 be 

Q is selected from the group consisting of NR R , Q wherein 

i 2S 23 24 2& 7S 23 24 

Q is hydrido, C(NR )NR R , and N(R \C(NR )N(R )(R ), with 

20 21 "23 24 
2 5 the provisos that no more than one of R , R , R \ , and R can be 
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10 



15 



20 




. 20 21 23 24 

hydroxy, when any two of the group consisting of R , R , R , and R 

\ b 
are bonded to the same atom and that said Q group is bonded directly to a 



2Q 2 1 23 24 25 26 
R A R , R , R , R , and R are independently selected from the 

group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; 
s 

Q is selected from the group consisting of a single covalent bond, 
CH 2 , and CH 2 CHo. 

^7 \ 

compound as recited in Claim 4 having the Formula: 



or a pharmaceutically acceptable salt thereof, wherein; 

A is selected from the grouo consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 \and CH 2 CH 2 N(CH 2 CH 3 ); 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydmxyamino, aminomethyl, 1- 
aminoethyl, methylamino, dimethylamino\cyano, methyl, ethyl, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifkioroethyl, methoxy, 
hydroxymethyl, 1-hydroxyethyl, 2-hydroxyefchyl, methoxyamino, methylthio, 
ethylthio, trifluoromethoxy, 1,1,2,2-tetrafluorop thoxy, fluoro, chloro, and 
bromo; 

R 2 is Z°-Q; 
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,o . 



\Z is selected from the group consisting of covalent single bond and 



10 



15 



20 



25 



CH 2 ; 

Q\s selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrroIyl, 2-imidazolyl, 4-imidazolyl, 3- 
pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyI, 3- 
pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 

3- pyridazinyl, 4-pyridazinyl, and l,3,5-triazin-2-yl, wherein a carbon adjacent 

V 9 
to the carbon at the point of attachment is optionally substituted by R , the 

other carbon adjacent to the carbon at the point of attachment is optionally 

13 \ 9 
substituted by R , carbon adjacent to R and two atoms from the carbon at 

10 

the point of attachments optionally substituted by R , a carbon adjacent to 
13 

R and two atoms from\the carbon at the point of attachment is optionally 

12 \ 10 12 

substituted by R , and any carbon adjacent to both R and R is optionally 



substituted by R 



11 



9 11 13 

R , R , and R are i^<jffependently selected from the group consisting 

of hydrido, amidino, guanidinoJfcarboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino\methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3- 
pentafluoropropyl, trifluoromethoxy, \,l,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, anudosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymeuiyl, 1-hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-trifluoro-l-hydroxyetlWl, amidocarbonyl, N- 
methylamidocarbonyl, N,N-dimethylamidoc^rbonyl, and cyano; 

10 12 

R and R are independently selectea from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy^ hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroaWtamido, aminomethyl, 1- 
aminoethyl, 2-aminoethyl, N-methylamino, dimethylarnino, N-ethylamino, 
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15 



20 



25 



ithanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, N,N- 
dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,zUrifluoro-l-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocsarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
fluoro, chloro, bromo, and cyano; 

Y \is selected from the group consisting of: 
l_Q b ^4-Q S _^R 16 -3-R 17 -5_R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R\ 7 -4-R 18 -2-R 19 pyridine, 

b s 16 18 19 b s 16 18 

3- Q -6-Q -2-R \5-R -4-R pyridine, 2-Q -4-Q -3-R -6-R pyrazine, 

b s 18 \ 18 19 
3-Q -6-Q -2-R -5\R -4-R pyridazine, 

b s 17 \l8 b s 16 19 

2- Q -5-Q -6-R -4-R\ pyrimidine, 5-Q -2-Q -3-R -6-R pyrimidine, 

b s 16 1$ b s 16 17 

3- Q -5-Q -4-R -2-R \hiophene, 2-Q -5-Q -3-R -4-R thiophene, 

b s 16 19 \ b s 16 17 

3-Q -5-Q -4-R -2-R fu\an, 2-Q -5-Q -3-R -4-R furan, 

^ r- _ 16 ^ ^ 19 \ t ^ b ^ 16 ^ 17 

3-Q -5-Q -4-R -2-R pyrAle, 2-Q -5-Q -3-R -4-R pyrrole, 



b s 19 
4-Q -2-Q -5-R imidazole, 2- 

b s 16 
3-Q -5-Q -4-R isoxazole, 5-Q 



16 



s 17 
-Q -5-R imidazole, 

s 16 
r Q -4-R isoxazole, 

s - „19. 



2-Q -5-Q -4-R pyrazole, 4-Q -2-Q -5-R thiazole, and 

b s 17 
2-Q -5-Q -4-R thiazole; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, amidino, guanidino, 
methoxy, ethoxy, isopropoxy, propoxy, hydVoxy, amino, aminomethyl, 1- 
aminoethyl, 2-aminoethyl, N-N-methylamino\dimethylamino, N-ethylamino, 
methylthio, ethylthio, isopropylthio, trifluorom&thylthio, methylsulfinyl, 
ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, 2,2,3,3 ,3-pentafluoropropyl,\rifluoromethoxy, 1 ,1,2,2- 
tetrafluoroethoxy, fluoro, chloro, bromo, amidosulibnyl, N- 
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20 



methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1- 
hydr^xyethyl, 2-hydroxyethyl, 2,2,2-trifluoro-l-hydroxyethyl, and cyano; 

b 20 21 

\Q is selected from the group consisting of NR R , 

CCNR^^R^R 24 and N(R 26 )C(NR 2 ^)N(R 23 )(R 24 ), with the provisos 

20 21 23 24 
that no mor^ than one of R , R , R , and R can be hydroxy, when any 

20 21 23 24 
two of the grckip consisting of R , R , R , and R are bonded to the 

V . b 

same atom and mat said Q group is bonded directly to a carbon atom; 

20 2l\ 23 24 25 26 
R , R AR , R , R , and R are independently selected from 

the group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and 
hydroxy; 

Q is selected fi^om the group consisting of a single covalent bond, 
CH 2 , and CH 2 CH 2 . 

he compound as recited^ ^laim 6 or a pharmaceutically acceptable salt 
thereof, wherein; 

A is selected from the group consisting of CH 2 N(CH3), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(G^3), and CH 2 CH 2 N(CH 2 CH 3 ); 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 
methylamino, cyano, methyl, trifluoromethyl, methoxy, hydroxymethyl, 
methoxyamino, methylthio, trifluoromefyioxy, fluoro, and chloro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of covalent single bond and 



25 



CH 2 ; 

Q is selected from the group consisting of 5-amino-3- 
amidocarbonylphenyl, 5-amino-2-fluorophenyl, 3-amino-5- 
hydroxymethylphenyl, 5-amino-3-methoxycarbon\l phenyl, 3-amidinophenyl, 
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10 



3- amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 
benVyl, 3-carboxyphenyl, 3-carboxy-5-hydroxyphenyl, 3-carboxy-5- 
aminbphenyl, 3-chlorophenyl, 2-chlorophenyl, 3-cyanophenyl, 3- 
dimethylaminophenyl, 2-fluorophenyl, 3-fluorophenyl, 2-hydroxyphenyl, 3- 
hydroxyphenyl, 3-methanesulfonylaminophenyl, 2-methoxyphenyl, 3- 
methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2- 
methylan^jnophenyl, 3-methylaminophenyl, 2-methylphenyL, 3-methylphenyl, 

4- methylpnenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 
2-trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2- 
thienyl, 3-pyiddyl, 4~pyridyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of: 

b s \6 17 18 19 
1-Q -4-Q -2-R\ -3-R -5-R -6-R benzene, 



15 



20 



2-Q b -5-Q S -6-R 1 



„18 ,19 . 
-R -2-R pyridine, 



b s 16 \ 18 19 
3-Q -6-Q -2-R -5\R -4-R pyridine, 

b s 16 A19 b s 16 17 

3-Q -5-Q -4-R -2-l\ thiophene, and 2-Q -5-Q -3-R thiophene; 



idependently selected from the group consisting of 
po,\&minomethyl, methoxy, methylamino, hydroxy, 



25 



16 19 
R and R 

hydrido, amidino, am 
hydroxy methyl, fluoro, chforo, and cyano; 

R^ and R^ are optionally with the proviso that no more than one 

16 19, b \ _ b . _be 

of R and R is Q at the sanje time and that Q is Q 

17 18 

R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, nydroxymethyl, amino, carboxy, and cyano; 

b \ be be 

Q is selected from the groupNponsisting of Q wherein Q is hydrido 

25 23 24 
andC(NR )NR R ; 

23 24 25 , 

R , R , and R are independently selected from the group consisting of 



hydrido and methyl; 
Q S is CH 2 . 
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/A compound as recited in Claim 7 or a pharmaceutically acceptable salt 
L^thereof where Said compound is selected from the group consisting of: 



2-[l-[6-[3-aminophenyl]^chloro-N-[[4-iminomethylphenyI]methyl]- 
3-[N,N-dimethylhydrazino]-2-oxo-l(2H)-pyridinyl]]acetamide; 

2-[l-[6-[3-aminpphenyl]-4-fluoro-3-[N-ethyl-N-methylhydrazinoj-N- 
[[4-iminomethylphenyl]ikethyl]-2-oxo-l(4H)-pyridinyl]]acetarnide; 

2-[l-[6-[3-aminopB^l]-3-[N T N-diethylhydrazino]-N-[[4- 
in^nomethylphenyl]metJiylj-^oxo-l(4H)-pyridinyl]]acetamide; 

2-[l-[6-[3-aminophen^-3-[>J-(azetidin-l-yl)amino]-4-fluoro-N-[[4- 
iminomethylphenyl]methyl]-2-o^-l(4H)-pyridinyl]]acetarrude; 

2-[l-[6-[3-airunophenyl]-N^-[[4-iminomethylphenyl]methyl]-3-[N,N- 
dimethylhydrazino]-2-oxo-l(2H)-pytidinyl]]acetamide; 

2-[l-[6-[3-aminophenyri^nuOTO-N-[[4-iminomethylphenyl]methyll- 
3-|>T,N-dimethylhydrazino]-2-oxo-l(2H\pyridinyl]]acetamide; 



v 9 ./The compound as recited in Claim 2 having the Formula: 




or a pharmaceutically accepi 
B is the Formula: 
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32 33 \34 35 36 
R , R , ^\^' ^ ' an< * ^ are i n dependently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino^lkoxyamino, lower alkylamino, alkylthio, 
5 amidosulfonyl, monoalkyl^amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, carboxamido, 

cyano, and Q* 5 ; 

A is selected from the group consisting of single covalent bond and 
(CH(R^))p a -(W^) rr wherein n\i^an integer selected from 0 through 1, pa is 

If 7 

10 an integer selected from 0 through 3, and W is selected from the group 



7 ' 7 , 

consisting of (R )NC(0) and N(R );\ 

7 . 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 

15 \ 
R is selected from the group consisting of hydrido, halo, alkyl, and 



haloalkyl; 



\ 



R and X" are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, 
alkoxy, alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, 
haloalkoxy, and halo; \ 

R 2 is Z°-Q; 

o \ 
Z is selected from the group consisting of a covalent single bond, O, 



\ 



S, NH, and CH 2 ; 



\ 
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is selected from the group consisting of aryl and heteroaryl wherein a 
carbon adjacent to the carbon at the point of attachment is optionally substituted 

9 \ 

by R , the other carbon adjacent to the carbon at the point of attachment is 

\ 13 9 

optionally substituted by R , a carbon adjacent to R and two atoms from the 

\ 10 
5 carbon at the poirtfof attachment is optionally substituted by R , a carbon 

adjacent to R^ andWo atoms from the carbon at the point of attachment is 

\ 12 10 12. 

optionally substituted by R , and any carbon adjacent to both R and R is 

optionally substituted by^R* 

9 11 1^\ 
R , R , and R are independently selected from the group 

\ 

10 consisting of hydrido, hydroxy, amino, amidino, guanidino, lower 
alkylamino, alkylthio, alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, 
amidosulfonyl, monoalkyl amidbsulfonyl, alkyl, alkoxy, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, carboxy, carboxamido, and cyano; 

R^ and R^ are independ^j^ly^selected from the group consisting of 

15 hydrido, acetamido, haloacetamidoj amidino, guanidino, alkyl, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkylamino, alkylsulfonamido, 
amidosulfonyl, monoalkyl amidosulfonyl, dialkyl amidosulfonyl, 
hydroxyalkyl, aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, 
amidocarbonyl, halo, haloalkyl, and cyano; 

20 Y° is formula (IV): 



Q s 



R 



17 



Ji 



R 



1 



J 



Q (iv) 

\ 
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\ 5 6 5 6 
wherein D , D , J , and J are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

\ 2 5 6 5 6 

than one is\a covalent bond, K is C, no more than one of D , D , J , and J 

\ 5656 5656 

is O, no moreHhan one of D , D , J , and J is S, one of D , D , J , and J 

\ 5 6 5 6 

5 must be a covalent bond when two of D , D , J , and J are O and S, and no 

more than four of IX, D^, J~\ and are N; 

16 17 18 19 
R , R , R \ and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, 
10 alkanoyl, haloalkanoyl, alky I, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminoalkyl, and cyano; \ 

R* and R^ are optionally with the proviso that no more than one 
of R and R is Q at the same 



J* . 



ftime^and that Q is Q ; 



20^21 he , . ^be 



Q is selected from the gr^ujD/Consisting of NR R , Q wherein Q is 

25 23 24 \ 20 
15 hydrido, and C(NR )NR R , with the provisos that no more than one of R 

21 ( 23 24 

and R is hydroxy at the same time and that no more than one of R and R is 

hydroxy at the same time; 

20 21 23 24 25 \ 

R , R , R , R , and R are independently selected from the group 

consisting of hydrido, alkyl, and hydroxy; \ 

s . \ 
2 0 Q is selected from the group consisting of a single covalent bond, 

\ 

CH 2 , andCH 2 CH 2 . \ 

\ 

f \ 

lCX/The compound as recited in Claim^9^a-phanria\:eutically acceptable salt 
-thereof, wherein; 
25 B is the Formula: 
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32 33 34 3 5 36 
R , R \ R , R , and R are independently selected from the 

\ 

group consisting ofxhydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy\^hydroxy, amino, methoxyamino, ethoxyamino, 
acetamido, trifluoroacetamido, N-methylamino, dimethyl ami no, N-ethylamino, 
methylthio, ethylthio, isopropylthio, trifluoromethyl, pen tail uo roe thy 1, 2,2,2- 
trifluoroethyl, 2,2,3 ,33-pentafluoropropyl, trifluoromethoxy, 1,1,2,2- 
tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, N- 

methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1- 

\. /) 

hydroxyethyl, 2-hydroxy ethyl, ^,2,2-trifluoro-l-hydroxyethyl, 

methoxy carbonyl, ethoxycarbonyl,^rriiidocarbonyl, N-methylamidocarbonyl, 

N,N-dimethylamidocarbonyl, cylji^/and Q^; 

A is selected from the group Consisting of single covalent bond, NH, 

N(CH 3 ), N(OH), CH 2 , CH 3 CH, CF 3 GH, NHC(O), N(CH 3 )C(0), 

\ 

C(0)NH, C(0)N(CH 3 ), CH 2 CH 2 , CH 2 QH 2 CH 2 , CH 3 CHCH 2 , and 

\ 

CF 3 CHCH 2 ; 

1 o \ 

R and X are independently selected'from the group consisting of 

hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1- 

aminoethyl, methylamino, dimethylamino, cyano\nethyl, ethyl, 

trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, 

hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, methoxyamino, methylthio, 

ethylthio, trifluoromethoxy, l,l,2,2-tetrafluoroethoxy\fluoro, chloro, and 

bromo; 

R 2 is Z°-Q; 
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Z° is selected from the group consisting of a covalent single bond, O, 
S, NH\and CH 2 ; 

Q\is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3- 

5 pyrazolyl, 4-pyrazolyI, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyi, 3- 

\ 

pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 

3- pyridazinyl, 4-pyridazinyl, and l,3,5-triazin-2-yl, wherein a carbon adjacent 

\ 9 
to the carbon at the p^int of attachment is optionally substituted by R , the 

other carbon adjacent to the carbon at the point of attachment is optionally 

13 \ 9 
10 substituted by R , a carbon adjacent to R and two atoms from the carbon at 

the point of attachment is optionally substituted by R^, a carbon adjacent to 
13 

R and two atoms from the carbon at the point of attachment is optionally 

12 10 12 

substituted by R , and any carbon adjacent to both R and R is optionally 

substituted by R^; 

9 11 13 

15 R ,R , and R are independently selected from the group consisting 

of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2- trifluoroethyl, 2,2,3,3,3- 
2 0 pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 

chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-trifluoro- 1-hydroxyethyl, amidocarbonyl, N- 
methylamidocarbonyl, N,N-dimethylamidocarbonyl, and cyano; 

10 12 

25 R and R are independently selected fromHhe group consisting of 

\ 

hydrido, amidino, guanidino, carboxy, carboxy methyl, \methyl, ethyl, propyK 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 1- 

aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino,\N-ethylamino, 

\ 

223 \ 
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methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, N,N- 
dinWhylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylarnidocarbonyl, 
5 fluoro, chloro, bromo, and cyano; 

Y° ^selected from the group consisting of: 
i.Q b -4-Q S -2-^Y3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 1? Vr 18 -2-R l9 pyridine, 

b s 16 \ 18 19 b s 16 18 

3- Q -6-Q -2-R -5-R -4-R pyridine, 2-Q -4-Q -3-R -6-R pyrazine, 3- 

t> „ 18 ^ is' 19 
10 Q -6-Q -2-R -5-R -4tR pyndazine, 

b s 17 18 ' b s 16 19 

2- Q -5-Q -6-R -4-R pyrimidine, 5-Q -2-Q -3-R -6-R pyrimidine, 

b s 16 19 b s 16 17 

3- Q -5-Q -4-R -2-R thiophene, 2-Q -5-Q -3-R -4-R thiophene, 

b s 16 19 b s 16 17 

3-Q -5-Q -4-R -2-R furan, 2-Q -5-Q -3-R -4-R furan, 



b s 16 19 brf s 16 17 

3-Q -5-Q -4-R -2-R pyrrole, 2-Q//5-Q -3-R -4-R pyrrole, 



b s 19 bis/ 17 

15 4-Q -2-Q -5-R imidazole, 2-Q ^Q75-R imidazole, 

b s 16 b 16 

3-Q -5-Q -4-R isoxazole, 5-Q -3-Q -4-R isoxazole, 

b s 16 b s 19 

2-Q -5-Q -4-R pyrazole, 4-Q -2-Q -5-R ' thiazole, and 

\ 

H c 1 7 

2-Q -5-Q thiazole; 

16 17 „18 , „19 
R , R , R , and R are independently selected from the group 

2 0 consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy /hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 

25 pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3 ,33-pentafIuoropropyl, 
trifluoromethoxy, 1 ,1 ,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
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amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, 
hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 2,2,2-trifluoro-l- 
hydroxyethyl, and cyano; 

R^N^nd are optionally with the proviso that no more than one of 
5 R and R is^Q at the same time and that Q is Q ; 

Q is selected from the group consisting of Q wherein Q is hydrido 

25 2^\ 24 23 24 . 

and C(NR )NR R , with the proviso that no more than one of R and R is 

hydroxy at the same time; 

23 24 \25 

R , R , and R\^ are independently selected from the group consisting of 
10 hydrido, methyl, ethyl, and^iydroxy; 

Q is selected from the v group consisting of a single covalent bond, CH 2 
and CH 2 CH 2 . 



H/The compound as recited in Clai m 10 or a pharmaceutical^ acceptable salt 



15^/thereof, wherein; \ x/^ 



B is selected from the group\ consisting of 2-aminophenyl, 3- 

\/ A' j 

aminophenyl, 3-amidino phenyl, 4-annidmophenyI, 3-carboxyphenyI, 3- 



4h 



carboxy-5-hydroxyphenyl, 3-chloroji>henyl, 4-chlorophenyl, 3,4- 
dichlorophenyl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 3- 
2 0 hydroxy phenyl, 4-hydroxy phenyl, 3-methoxyaminophenyl, 3-methoxyphenyl, 
4-methoxy phenyl, 3-methylphenyl, 4~methylphenyl, phenyl, and 3- 
trifluoromethy lpheny 1 ; \^ 

A is selected from the group consisting of\CH 2 , CH3CH, CF3CH, 

NHC(O), CH 2 CH 2 ,and CH 2 CH 2 CH 2 ; 

2 5 R**" and X° are independently selected from the group consisting of 

hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 
methylamino, cyano, methyl, trifluoromethyl, methoxy, hydroxymethyl, 
methoxyamino, methylthio, trifluoromethoxy, fluoro, and chloro; 



R 2 is Z°-Q; 



\ 
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Z° is selected from the group consisting of a covalent single bond, O, 



S, NH,\d CH 2 ; 



Q is\selected from the group consisting of 5-amino-3- 
amidocarbon)4phenyl, 5-amino-2-fluorophenyl, 3-amino-5- 
5 hydroxymethylphenyl, Samino-3-methoxycarbonylphenyI, 3-amidinophenyl, 
3-aiTiino-2-methy^phenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 
benzyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 3-carboxy-S- 
hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 2-chlorophenyl, 

10 2,6-dichlorophenyl, 3-eyanophenyl, 3-dimethylaminophenyl, 2-fluorophenyl, 
3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxy phenyl, 3-hydroxyphenyl, 3- 
methanesulfonylaminophenyl, 2-methoxyphenyl, 3-methoxyphenyl, 3- 
methoxyaminophenyl, 3-r^ethoxycarbonylphenyl, 2-methylaminophenyl, 3- 
methylaminophenyl, 2-met^ylphenyl, 3-methylphenyI, 4-methylphenyl, 

15 phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 2- 

trifluoromethylphenyl, 5-amino-2-thienyI, 5-amino-3-thienyl, 3-bromo-2- 
thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl; 
Y° is selected from the group^consisting of: 

b s 16 17 18 I A/19' 
1-Q -4-Q -2-R -3-R -5-R -6-R; /benzene, 

20 2-Q -5-Q S -6-R -4-R -2-R pyridine, 

3-Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine\ 

b s 16 19 \b s 16 17 

3-Q -5-Q -4-R -2-R thiophene, and 2-Q -5-Q -3-R -4-R thiophene; 

16 19 \ 

R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
2 5 hydroxymethyl, fluoro, chloro, and cyano; \ 

R and R* are optionally with the proviso that no more than one 

of R and R is at the same time and that Q* 3 is Q^ e ; 

17 18 \ 

R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino^carboxy, and cyano; 
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is selected from the group consisting of Q^ e wherein Q^ e is hydrido 



\25 23 24 
andC(NR\ )NR R ; 



23\ 24 25 

R /R , and R are independently selected from the group consisting of 



hydrido and methyl; 




Q is CH 2 \ 



12JThe compound as recited in Claim 9 haying the Formula 




10 



or a pharmaceutical^ acceptable\saf(2hereof, wherein; 
B is the Formula: 




32 33 34 35 36 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, lower alky^lamino, alkylthio, 
15 amidosulfonyl, monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, carboxamido, 

cyano, and Q^; \ 
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A is selected from the group consisting of single covalent bond and 
15 \ 7 

(CH(R ))pa (W ) rr wherein rr is an integer selected from 0 through 1, pa is 

\ 7.7 
an integer selected from 0 through 3, and W is N(R ); 

7 \ 

R is selected from the group consisting of hydrido and alkyl; 
15 \ 

5 R is selectecj from the group consisting of hydrido, halo, alkyl, and 

haloalkyl; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, 
alkoxy, alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, 
10 haloalkoxy, and halo; \ 

R 2 isZ°-Q; \ 

0 N 

Z is a covalent single bond; 

Q is selected from the groupxonsi sting of aryl and heteroaryl wherein a 
carbon adjacent to the carbon at the ^om^of attachment is optionally substituted 

15 by R , the other carbon adjacent to the carbon at the point of attachment is 

13 9 

optionally substituted by R , a carbon adjacent to R and two atoms from the 

carbon at the point of attachment is optionally substituted by R^, a carbon 
13 

adjacent to R and two atoms from the carbon at the point of attachment is 

12 10 12 

optionally substituted by R , and any carbon adjacent to both R and R is 

2 0 optionally substituted by R ^ ; 

9 11 13 
R , R , and R are independently selected from the group 

consisting of hydrido, hydroxy, amino, amidino, guanidino, lower 
alkylamino, alkylthio, alkoxy, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, 
monoalkylamidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
2 5 carboxy, carboxamido, and cyano; \^ 

\ 
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^ and are independently selected from the group consisting of 

hydrido, ^cetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, aminoalkyl, hydroxy, amino, lower alkylamino, 
alkylsulfonamido, amidosulfonyl, monoalkyl amidosulfonyl, dialkyl 
amidosulfony^hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, 
carboxy, carboxyamido, carboxyalkyl, and cyano; 

Y° is formula (IV): 



R 



17 



^ R 1 



J 



lb \ 

Q \ (IV) 

5 6 5 6 \ 
wherein D , D , J , and J are independently selected from the group 

10 consisting of C, N, O, S and a covalent/bond with the provisos that no more 

.2. \// . _5 „6 ,5 . .6 



than one is a covalent bond, K is C, 

5 6 5 
is O, no more than one of D , D , J 



no more than one of D , D , J , and J 

\ /6 5 6 5 6 

arid^J is S, one of D , D , J , and J 



-5 \ 6 5 6 

must be a covalent bond when two of D , D , J , and J are O and S, and no 
more than four of D^, D^, J~\ and are N; \ 

15 R^, R^, R^, and R^ are independently selected from the group 

\ 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, 
alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminoalkyl, and cyano; \ 

2 0 R^ and R^ are optionally with the provisouhat no more than one of 



R^ and R^ is at the same time and that is Q^ e ; 
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\ 



\ 



\b 20 2 1 be be 

Q\ is selected from the group consisting of NR R , Q wherein Q is 



25 23 24 
hydrido, and N C(NR )NR R ; 

20 21 23 24 25 
R , R \^R , R , and R are independently selected from the group 

consisting of hydrido and alkyl; 

Q S is CH 2 . \ 

^ \ 

13^/The compound as recited in Claim 12 or a pharmaceutically acceptable salt 
thereof, wherein; 

B is the Formula: 




32 33 34 35 36 . , x 

R , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy 
ethoxy, hydroxy, amino, N-methylamino, dimethylamino, methylthio, 
ethylthio, trifluoromethyl, pentafluoroethyl, 2,2,^\trifluoroethyl, fluoro, 
chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, hydroxymethyl, 

amidocarbonyl, carboxy, cyano, and Q^; 

A is selected from the group consisting of single covalent bond, NH, 

N(CH 3 ), CH 2 , CH 3 CH, and CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido\hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 
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R^" is selected from the group consisting of hydrido, hydroxy, amino, 
aminometnyl, methylamino, cyano, methyl, trifluoromethyl, methoxy, 
methylthio,)rifluoromethoxy, fluoro, and chloro; 

? \ 

R is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 
5 2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
wherein a carbon Adjacent to the carbon at the point of attachment is optionally 
9 \ 

substituted by R , the other carbon adjacent to the carbon at the point of 

\ 13 9 

attachment is optionally^ubstituted by R , a carbon adjacent to R and two 

atoms from the carbon at the point of attachment is optionally substituted by 

10 R^, a carbon adjacent to R/! ^ and two atoms from the carbon at the point of 

\ 

\ 12 

attachment is optionally substituted by R , and any carbon adjacent to both 

10 12 \ 11 

R and R is optionally substituted by R ; 

9 11 13 \ x) 

R , R , and R are independently selected from the group consisting 

\// 

of hydrido, methyl, ethyl, methoxy»/e£hoxy, hydroxy, amino, N-methylamino, 

If '\ / 

15 N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 2,2,2- 

trifluoroethyl, fluoro, chloro, brom'o^amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, amidocarbonyl, 
N-methylamidocarbonyl, carboxy, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

2 0 hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, guanidino, 

methyl, ethyl, methoxy, ethoxy, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2- 
hydroxyethyl, carboxy, carboxy methyl, amino, acetamido, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N- 
methylamino, dimethylamino, amidosulfonyl, N-methylamidosulfonyl, N,N- 

25 dimethylamidosulfonyl, methoxycarbonyl, fluoro, chloro, bromo, and cyano; 

Y° is selected from the group consisting of: \ 

b s 16 17 18 19 \ 
1.Q -4-Q -2-R -3-R -5-R -6-R benzene, \ 

2-Q b -5-Q S -6-R L -4-R 1 -2-R 1 pyridine, 2-Q -5-Q S -3-R l %-R 17 thiophene, 



231 



C-3202 



3-Q b ^-Q S -2-R 16 -5-R l8 -4-R l9 pyridine, 3-Q b -5-Q S -^R 16 -2-R 19 thiophene, 
3-Q b -5-Q S -4-R 16 -2-R 19 furan, 2-Q b -5-Q S -3-R 16 -4-R I? furan, 

3- Q b -5-Q^VR I6 -2-R 19 pyrrole, 2-Q b -5-Q S -3-R 16 -4-R 17 pyrrole, 

b s \ 19 b s 17 

4- Q -2-Q -5-R^ thiazole, and 2-Q -5-Q -4-R thiazole; 

5 R**\ R^Nr^, and R^ 9 are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
10 trifluoromethoxy, fluoro, chloro, amidosulfonyl, N-methylamidosulfonyl, 
hydroxy methyl, carboxy, and cyano. 

b 20 21 

Q is selected from the group consisting of NR R and 

25 23 24 b 
C(NR )NR R , with the proviso that said Q group is bonded directly to a 

carbon atom; I /J 

20 21 23 24 1/25^7 
15 R , R , R , R , and ^ ^are independently selected from the group 

consisting of hydrido, methyl, and ethyl; 

Q S is CH 2 . 



14/The compound as recited in Claim 13 or a pharmaceutically acceptable salt 
thereof, wherein; " 

B is selected from the group consisting of 2-aminophenyl, 3- 
aminophenyl, 3-amidinophenyl, 4-amidinophenyl, 3-carboxyphenyl, 3- 
carboxy-5-hydroxyphenyl, 3-chlorophenyl, 4-chlorophenyl, 3,4- 
dichlorophenyl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 3- 
25 hydroxyphenyl, 4-hydroxy phenyl, 3-methoxyaminophenyl, 3-methoxyphenyl, 
4-methoxyphenyl, 3-methylphenyl, 4-methylphenyl, and phenyl; 

A is selected from the group consisting of CH2, CH3CH, CF3CH, 
NHC(O), CH 2 CH 2 ,and CH 2 CH 2 CH 2 ; 
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\ X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; \ 

selected from the group consisting of hydrido, hydroxy, amino, 
5 aminomethyl, cyano, methyl, trifluoromethyl, and fluoro; 

2 • \ 

R is selected from the group consisting of 5-amino-3~ 
amidocarbonylphenyl, 5-amino-2-fluorophenyl, 3-amino-5- 
hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 3-amidinophenyl, 
3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 

1 0 benzyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyI, 3-carboxy-5- 

\ 

hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 2-chlorophenyl, 3- 
cyanophenyl, 3-dimethylaminophenyl, 2-fluorophenyl, 3-fluorophenyl, 2,5- 
difluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 3- 

1 5 methanesulfonylaminophenyl,\2-methoxyphenyl, 3-methoxyphenyl, 3- 

methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 3- 
methylaminophenyl, 2-methylphen^l, 3-methylphenyl, 4-methylphenyl, 
phenyl, S-trifluoroacetamidopheiw^^trifluoromethylphenyl, 2- 
trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2- 

20 thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of: 

b s 16 17 18 19 1 

1- Q ^-Q -2-R -3-R -5-R -6-R benzene, 

2- Q b -5-Q S -6-R 17 -^R 18 -2-R 19 pyridine, 

b s 16 18 19 

3- Q -6-Q -2-R -5-R -4-R pyridine, 

b s 16 19 b s 16 17 

25 3-Q -5-Q -4-R -2-R thiophene, and 2-Q -5-Q -3-R -4-R thiophene; 

16 19 

R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 
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10 



R^ and are optionally with the proviso that no more than one 

of R^ and^R^ is at the same time and that is O^ 6 ; 
17 \ 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

is selected from the group consisting of Q^ e wherein Q^ e is hydrido 

25 23 ^24 
andC(NR )NR R\; 

23 24 \25 

R , R , and R\ are independently selected from the group consisting of 
hydrido and methyl; 
Q S is CH 2 . 



13. The compound as recited in Claim 14 or a pharmaceutical^ acceptable salt 
(^/thereof, wherein; 

B is selected from the group^cpn^isting of 3-aminophenyl, 3- 
amidinophenyl, 4-amidinophenyl^3-chl,orophenyl, 4-chlorophenyl, 3,4- 
15 dichlorophenyl, 2-fluorophenyl, ^jmethylphenyl, and phenyl; 

A is selected from the group consisting of CH 2 , NHC(O), 

CH 2 CH 2 ,and CH 2 CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
20 fluoro; 

R^" is selected from the group consisting of hydrido, hydroxy, amino, 
aminomethyl, cyano, methyl, trifluoromethyl, and fluoro; 
2 

R is selected from the group consisting of 3-aminophenyl, benzyl, 3- 
chlorophenyl, 3-dimethylaminophenyl, 3-hydroxyphenyl, 3- 
25 methanesulfonylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3- 
methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-bromo-2-thienyl, 2- 
thienyl, and 3-thienyl; \^ 

\ 

\ 
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V is selected from the group consisting of 5-amidino-2-thienylmethyl, 
4-amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluoro-4-amdinobenzyl. 



A compound as recited in Claim 9 where said compound is selected from 



5 ^the group havingHhe Formula: 



10 




or a pharmaceutical^ acceptable salt thereof, wherein: 



o . 



R is 3-aminophenyl, B is 3-chlorophenyl, A is CH 2 CH2, Y is 4- 



amidinobenzyl, R 1 is hydrido, and XV is hydrido; 



\ 



2 \ o i 

R is 3-aminophenyl, B is phenyl, A isjCH 2 , Y is 4-amidinobenzyl, R 



is hydrido, and X° is hydrido; 



R is phenyl, B is 3-chlorophenyl, 



Ais/CF^CI-^, Y is 4-amidinobenzyl, 



is hydrido, and X° is hydrido; 



2 ^ 0 

R is 3-dimethylaminophenyl, B is phenyl\ A is CH 2 CH2, Y is 4- 

15 amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

2 ^ 0 

R is 2-methylphenyl, B is phenyl, A is CH2OH2, Y is 4-amidinobenzyl, 

R^" is hydrido, and X° is hydrido; 

R is phenyl, B is 3-aminophenyl, A is C(0)NH, Y K is 4-amidinobenzyl, 
is hydrido, and X° is hydrido; 
2 0 R is phenyl, B is 3-amidinophenyl, A is CH 2 , Y is 4ramidinobenzyl, R 

is hydrido, and X° is hydrido; 
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\ 



» 2 0 

Rs^s 3-(N-methylamino)phenyl, B is phenyl, A is CH 2 CH2, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

2 \ o 
R is 3 i rmethylsulfonamidophenyi, B is phenyl, A is CH2CH2, Y is 4- 

amidinobenzyl, Fcf is hydrido, and X° is hydrido; 
5 R 2 is phenyl, B is 4-amidinophenyl, A is CH2, Y° is 4-amidinobenzyl, R^ 

is hydrido, and X° is\ydrido; 

2 \ 0 

R is 3-methyiaminophenyl, B is phenyl, A is CH2CH2, Y is 4- 

amidinobenzyl, R* is hydrido, and X° is hydrido; 

R 2 is phenyl, B is phenyl, A is CH2, Y° is 4-amidinobenzyl, R^ is 

1 0 hydrido, and X° is hydrido; 

R 2 is 3-methylphenyl, B is\4-phenyl, A is CH 2 CH 2 , Y° is 4- 
1 

amidinobenzyl, R is hydndo, and X\ is hydrido; 



YT 

m 

X° is hydrido; 



R 2 is 3-aminophenyl, B is 3-ohlorophenyl, A is CH2CH2, Y° is 4- 



amidinobenzyl, R^" is hydrido, and 

2 \ 0 1 

15 R is 3-aminophenyl, B is phenyl, A is CH2, Y is 4-amidinobenzyl, R 

is hydrido, and X° is hydrido; \ 

2 0 
R is phenyl, B is 3-chlorophenyl, A is CH 2 CH2, Y is 4-amidinobenzyl, 

R^~ is hydroxy, and X° is fluoro; 

2 ^ 0 

R is 3-dimethylaminophenyl, B is phenyl, A is CH2CH2, Y is 4- 



20 amidinobenzyl, R^" is hydroxy, and X° is fluoro; 



\ 



2 ^ 0 

R is 2-methylphenyl, B is phenyl, A is CH 2 CH 2 , Y is 4-amidinobenzyl, 

1 o \ 

R is hydroxy, and X is fluoro; \^ 

2 0^ 
R is phenyl, B is 3-aminophenyl, A is C(0)NH, Y Hs 4-amidinobenzyl, 

\ 

R 1 is hydroxy, and X° is fluoro; \ 
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N^ 2 is phenyl, B is 3-amidinophenyI, A is CH 2 , Y° is 4-amidinobenzyl, R 1 

is hydroxy, and X° is fluoro; 

R 2 is 3-(N-methylamino)phenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl\R*^ is hydroxy, and X° is fluoro; 

2 \ 0 
5 R is 3-methylsulfonamidophenyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, R is hydroxy, and X is fluoro; 

2 \ 0 1 

R is phenyl, B^is 4-amidinophenyl, A is CH 2 , Y is 4~amidinobenzyl, R 

is hydroxy, and X° is fluoro; 

2 \ 0 

R is 3-methylaminophenyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

10 amidinobenzyl, R^ is hydroxy, and X° is fluoro; 

R 2 is phenyl, B is phenyl, A is CH 2 , Y° is 4- amidinobenzyl, is 

hydroxy, and X° is fluoro; , . 

R 2 is 3-methylphenyI, B isj^phenyl, A is CH 2 CH 2 , Y° is 4- 

l / Y Q 

amidinobenzyl, R is hydroxy, ancKX is fluoro; 

2 \ 0 

15 R is 3-aminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, is amino, and X° is hydrido; 

R 2 is 3-aminophenyl, B is phenyl, A is CH 2 , Y° is 4-amidinobenzyI, 

is amino, and X° is hydrido; \^ 

2 \ 0 

R is phenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4-amidinobenzyl, 

20 R is amino, and X is hydrido; \ 

2 \ 0 

R is 3-dimethylaminophenyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

-i \ 
amidinobenzyl, R is amino, and X is hydrido; \ 

2 \ o 

R is 2-methylphenyl, B is phenyl, A is CH 2 CH 2 , Y is 4-amidinobenzyl, 

R^ is amino, and X° is hydrido; \ 
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\2 0 

Rf is phenyl, B is 3-aminophenyl, A is C(0)NH, Y is 4-amidinobenzyl, 

R 1 is amino\and X° is hydrido; 

2 \ 0 1 

R is phenyl, B is 3-amidinophenyl, A is CH 2 , Y is 4-amidinobenzyl, R 

is amino, and X° is hydrido; 
5 R 2 is 3<N-mfethylamino)phenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, R^ is amino, and X° is hydrido; 

2 \ 0 

R is 3-methyIsulfonamidophenyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, R^ is amino^and X° is hydrido; 

R 2 is phenyl, B is 4-amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyl, 

10 is amino, and X° is hydrido; \ 

2 \ 0 

R is 3-methylaminophenyU B is phenyl, A is CH 2 CH 2 , Y is 4- 

1 /-\ 
amidinobenzyl, R is amino, and X is hydrido; 

2 \ 0 1 

R is phenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, R is amino, 



and X° is hydrido; 

15 R 2 is 3-methylphenyI, B is 4-phenyl^A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, R^* is amino, and X° is hydriclo; 

2 \ 0 

R is 3-aminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 

\ 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is phenyl, A is CH 2 , Y° is 4-amidinobenzyl, R"^ 

20 is aminomethyl, and X° is hydrido; \ 

2 \ 0 

R is phenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4-amidinobenzyl, 

R 1 is aminomethyl, and X° is hydrido; \ 

2 \ 0 

R is 3-dimethylaminophenyl, B is phenyl, A is CH 2 CH 2 , Y is 4- 

amidinobenzyl, is aminomethyl, and X° is hydrido; ^ 
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\ 0 0 

\R is 2-methylphenyl, B is phenyl, A is CH2CH2, Y is 4-amidinobenzyl, 

R 1 is aminomethyl, and X° is hydrido; 

9 \ 0 
R isphenyl, B is 3-aminophenyl, A is C(0)NH, Y is 4-amidinobenzyl, 

1 ^ o 

R is aminomethyl, and X is hydrido; 

5 R 2 is phenyl, B is 3-amidinophenyl, A is CH 2 , Y° is 4-amidinobenzyl, R* 

\ 0 

is aminomethyl, and X\ is hydrido; 

2 \ 0 

R is 3-(N-methy^amino)phenyl, B is phenyl, A is CH 2 CH2, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 

p \ 0 

R^ is 3-methylsuIfonamidophenyI, B is phenyl, A is CH 2 CH2> Y is 4- 

10 amidinobenzyl, R*^ is aminometh^^and X° is hydrido; 

R 2 is phenyl, B is 4-amidinpphenyl, A is CH 2 , Y° is 4-amidinobenzyl, 

is aminomethyl, and X° is hydrido; 

2 • • \ 0 

R is 3-methylaminophenyl, BMs phenyl, A is CH2CH2, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 
15 R 2 is phenyl, B is phenyl, A is CH^, Y° is 4-amidinobenzyl, R*" is 

aminomethyl, and X° is hydrido; \^ 

R 2 is 3-methylphenyl, B is 4-phenyI, A is CH 2 CH 2 , Y° is 4- 

\ 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido. 



20 



25 
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17/The compound as recited in Claim 2 having the Formula: 



O 




O 

or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from theVroup consisting of hydrido, C2-C8 alkyl, C3- 

C8 alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of 

group B is optionally substituted Vt any carbon up to and including 6 atoms 

from the point of attachment of B to A with one or more of the group 

• . ^32 33 34 35 \ 36 
consisting of R , R , R , R , and R 

32 33 34 35 3t x 
R , R , R , R , and R \re independently selected from the 

group consisting of hydrido, acetamido, naloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio, 
amidosulfonyl, monoalkyl amidosulfonyl, diWkyl amidosulfonyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, carboalk^xy, carboxy, carboxamido, 

cyano, and Q^; 

A is selected from the group consisting of single covalent bond and 
15 7 

(CH(R ))pa~(W ) rr wherein rr is an integer selected from 0 through 1, pa is 

an integer selected from 0 through 3, and is selected from the group 

7 7 
consisting of (R )NC(0) and N(R ); 



R is selected from the group consisting of hydridcx hydroxy and alkyl; 
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r/\ is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R 1 anW X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, 
5 alkoxy, alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, 
haloalkoxy, and hVlo; 

R 2 is Z°-Q\ 

Z° is selected from the group consisting of a covalent single bond, O, 
S, NH, and CH 2 ; 

10 Q is selected froVn the group consisting of aryl and heteroaryl wherein a 

carbon adjacent to the carbon at the point of attachment is optionally substituted 

9 \ 
by R , the other carbon adjacent to the carbon at the point of attachment is 

K3 9 
optionally substituted by R \, a carbon adjacent to R and two atoms from the 

10 

carbon at the point of attachment is optionally substituted by R , a carbon 
13 

15 adjacent to R and two atoms fnpm the carbon at the point of attachment is 

12 \ 10 12 

optionally substituted by R , andVmy carbon adjacent to both R and R is 



20 



25 



optionally substituted by R 



11 



9 11 J 13 
R , R , and R are indepenc 



[ently 



selectee 



selected from the group 

consisting of hydrido, hydroxy, amino, Amidino, guanidino, lower 
alkylamino, alkylthio, alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, 
amidosulfonyl, monoalkyl amidosulfonyl, alkyl, alkoxy, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, carboxy, carboxar^ido, and cyano; 

from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkylamino\ alkylsulfonamido, 
amidosulfonyl, monoalkyl amidosulfonyl, dialkyl amidosulfonyl, 
hydroxyalkyl, aminoalkyl, carboalkoxy, carboxy, ca^boxyalkyl, 
amidocarbonyl, halo, haloalkyl, and cyano; 

241 
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Y \ s formula (IV): 




R 



1 9 



10 



15 



(IV) 

5 6 5 \ 6 

wherein D , D , J , andYF are independently selected from the group 

consisting of C, N, O, S anji a covalent bond with the provisos that no more 

v 2 5 6 5 6 

than one is a covalent bond, K is C, no more than one of D , D , J , and J 

is O, no more than one of D^, J~\ and is S, one of D^, D^, J^, and 

x 5 6 5 6 
must be a covalent bond when twc\ of D , D , J , and J are O and S, and no 

more than four of D^, J^, and J\* are N; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidiiip, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, 
alkanoyl, haloalkanoyl, alkyl, halo, haloalk\l, haloalkoxy, hydroxyalkyl, 
aminoalkyl, and cyano; 

R^ and R^ are optionally with the^roviso that no more than one 

of R^ and R^ is at the same time and that Q\is Q^ e ; 

. - . . r \ m 20 21 he L . 

Q is selected from the group consisting of I^R R , Q wherein 

be 25 23 24 26 V 25 23 24 

Q is hydrido, C(NR )NR R , and N(R )C(NI£ )N(R )(R ), with 

20 21. 

the provisos that no more than one of R and R is hyaroxy at the same time 



23 24 x 

and that no more than one of R and R is hydroxy at the same time; 
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10 



15 



20 



25 



30 



20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, alkyl, and hydroxy; 
is 

is selected from the group consisting of a single covalent bond, 
CH 2 , and\CH 2 CH 2 . 



V 18> 



^J^/The compound as recited in Claim 17 or a pharmaceutically acceptable salt 
thereof, wherlin; r ^ 

B is selected from the group consisting of hydrido, ethyl, 2-propynyl, 
2-propenyl, propyl, isopropyl, butyl, 2-butenyl, 3-butenyl, 2-butynyl, sec- 
butyl, /erf-butyl, pobutyl, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 
4-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, l-methyl-2-butenyl, l-methyl-3- 
butenyl, 1-methyl-G-butynyl, 3-pentyl, l-ethyl-2-propenyl, 2-methylbutyl, 2- 
methyl-2-butenyl, 2^methyl-3-butenyl, 2-methyl-3-butynyl, 3-methylbutyl, 3- 
methyl-2-butenyl, 3-Ynethyl-3~butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4- 
hexenyl, 5-hexenyl, ZVhexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, l-methyl-2- 
pentenyl, l-methyl-3-pentenyl, l-methyl-4-pentenyl, l-methyl-2-pentynyl, 1- 
methyl-3-pentynyl, 3-hexyl, l-ethyl-2-butenyl, l-ethyl-3-butenyl, l-propyl-2- 
propenyl, l-ethyl-2-butynyl, 1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5- 
heptenyl, 6-heptenyl, 2-heptynyl, 3-heptynyl, 4-heptynyl, 5-heptynyl, 2- 
heptyl, l-methyl-2-hexenyl\l-methyl-3-hexenyl, l-methyl-4-hexenyl, 1- 
methyl-5-hexenyl, l-methyl-2-hexynyl, l-methyl-3-hexynyl, l-methyl-4- 
hexynyl, 3-heptyl, l-ethyl-2-pfcntenyl, l-ethyl-3-pentenyl, l-ethyl-4-pentenyl, 
l-butyl-2-propenyl, l-ethyl-2-pentynyl, l-ethyl-3-pentynyl, 2,2,2- 
trifluoroethyl, 2,2-difluoropropy\, 4^trifluoromethyl-5,5,5-trifluoropentyl, 4- 
trifluoromethylpentyl, 5,5,6,6,6- pentafluorohexyl, and 3,3,3-trifluoropropyI, 
wherein each member of group B is optionally substituted at any carbon up to 
and including 5 atoms from the poin&of attachment of B to A with one or more 



32 33 

of the group consisting of R , R 

32 33 34 35 J 36 
R , R , R , R , and R 



34 r, 35 _■ r, 36 

, R , and R ; 



re independently selected from the 

group consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, 
acetamido, trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, 
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methylthio, ethylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl, 2,2,3 ,3,3-pentafluoropropyl, trifluoromethoxy, 1,1,2,2- 
tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, N- 
methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 1- 
hydroxyethyl\2-hydroxyethyl, 2,2,2-trifluoro- l-hydroxyethyl, 
methoxycarbonyl, ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, 

N,N-dimethylami\Iocarbonyl, cyano, and Q b ; 

A is selectecl from the group consisting of single covalent bond, NH, 

N(CH 3 ), N(OH), CH^ CH 3 CH, CF 3 CH, NHC(O), N(CH 3 )C(0), 

10 C(0)NH, C(0)N(CH 3 )\(IH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and 

CF 3 CHCH 2 ; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amiaino, hydroxyamino, aminomethyl, 1- 
aminoethyl, methylamino, dimemylamino, cyano, methyl, ethyl, 
15 trifluoromethyl, pentafluoroethyi,\2,2,2-trifluoroethyl, methoxy, 

hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, methoxyamino, methylthio, 
ethylthio, trifluoromethoxy, l,l,2,2-\^trafluoroethoxy, fluoro, chloro, and 
bromo; 

R 2 is Z°-Q; 

20 Z° is selected from the group consisting of a covalent single bond, O, 

S, NH, and CH 2 ; 

Q is selected from the group consistingW phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazblyl, 4-imidazolyl, 3- 
pyrazolyt, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3- 

25 pyridyl, 4~pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 

3- pyridazinyl, 4-pyridazinyl, and 1 ,3,5-triazin-2-yl, wherein a carbon adjacent 

to the carbon at the point of attachment is optionally sulWituted by R^, the 

other carbon adjacent to the carbon at the point of attachment is optionally 

13 9 
substituted by R , a carbon adjacent to R and two atomsYrom the carbon at 
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\ 



10 

the point of attachment is optionally substituted by R , a carbon adjacent to 

13\ 

R and two atoms from the carbon at the point of attachment is optionally 

, 12 10 12 

substituted by R , and any carbon adjacent to both R and R is optionally 

substituted \y R* * 

9 \l 13 

R , R \ , and R are independently selected from the group consisting 

of hydrido, amidkio, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino\ N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3- 
10 pentafluoropropyl, triftuoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 

chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyU hydroxymethyl, 1 -hydroxy ethyl, 2- 
hydroxyethyl, 2,2,2-trifluorV-l-hydroxyethyI, amidocarbonyl, N- 
methylamidocarbonyl, N,N-di^nethylamidocarbonyl, and cyano; 

15 R^ and R^ are independently selected from the group consisting of 

hydrido, amidino, guanidino, carobxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isoproboxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, .1- 
aminoethyl, 2-aminoethyl, N-methylamiiio, dimethylamino, N-ethylamino, 
20 methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, N,N- 

dimethylamidosulfonyl, hydroxymethyl, l-^hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxycaraonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N\limethylamidocarbonyl, 
fluoro, chloro, bromo, and cyano; 

25 Y° is selected from the group consisting of 

l_Q b ^_Q S _2-R I6 -3-R 17 -5-R 18 -6-R 19 benzene, 

2-Q b -5-Q S -6-R 17 -4-R l8 -2-R 19 pyridine, 
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■jv>. 



10 



15 



20 



^Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 2-Q b -4-Q S -3-R I6 -6-R 18 pyrazine, 3- 
Q b \-Q S -2-R 1 8 -5-R l8 -4-R 1 9 pyridazine, 




2- Q b -5^Q S -6-R 17 -4-R 18 pyrimidine, 5-Q b -2-Q S -3-R 16 -6-R 19 pyrimidine, 
3„Q b _5-Q^|_R 16 -2-R l9 thiophene, 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 

3- Q b -5-Q S -4V 16 -2-R 19 furan,2-Q b -5-Q S -3-R 16 -4-R 

3-Q b -5-Q S -4-R T-2-R 19 pyrrole, 2-Q b -5-Q S -3-R 16 -4-R I7 pyrrole, 

b s 19\ b s 17 

4~Q -2-Q -5-R ii^idazole, 2-Q -4^Q -5-R imidazole, 

b s 16 \ b s 16 

3-Q -5-Q -4-R isox\zole, 5-Q -3-Q -4-R isoxazole, 

2-Q b -5-Q S -4^R 16 pyraz(%, 4-Q b -2-Q S -5-R 19 thiazole, and 

2-Q b -5-Q S -4^R 1 7 thiazole ; 

16 17 18 , \ 19 . , A t 
R , R , R , and R^ are independently selected from the group 

consisting of hydrido, methyl, etfe^yl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulronyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, 2,A3,33-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy. fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulfonyl, N,NVdimethylamidosulfonyl, 
hydroxy methyl, 1-hydroxyethyl, 2-hydroxyetnyl, 2,2,2-trifluoro-l- 
hydroxyethyl, and cyano; 

R^ and R^ 9 are optionally Q b with the proviso that no more than one of 
R^ and R* 9 is Q b at the same time and that Q b is Q^ e ; 

Q b is selected from the group consisting of NR^R^, Q be , wherein Q be 



25 23 24 



26 



23 24. 



25 is hydrido, C(NR )NR R , and N(R )C(NR )N(R )(R ), with the 
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\ 20 21 

provisos that no more than one of R and R is hydroxy at the same time and 

\ 23 24 

that \io more than one of R and R is hydroxy at the same time; 

\ 20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; 

5 Q is selected from the group consisting of a single covalent bond, 

CH 2 , and CM 2 CH 2 . 

, \ 

19. The compoikid as recited in Claim 18 or a pharmaceutically acceptable salt 
thereof, wherein;\ 

10 B is selected from the group consisting of hydrido,ethyl, 2-propenyl, 

2-propynyl, propyl\isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, tert- 
butyl, isobutyl, 1-perityl, 3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 6- 
amidocarbonylhexyl, 4vmethyl-2-pentyl, 3-hydroxy propyl, 3-methoxy-2- 
propyl, 2-methoxyethyl,\2-methyl-2-butyl, 3-methyl-2-butyl, 2- 

15 dimethylaminopropyl, 2-^anoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2- 
amidinoethyl, 2-guanidinofethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3- 
hydroxypropyl, 4~hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3- 
methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 
4-aminobutyl; 

2 0 A is selected from the grou$ consisting of single covalent bond,CH 2 , 

\ 

NHC(O), CH 2 CH 2 , CH 2 CH 2 CH 2 ,X nd CH 3 CHCH 2 ; 

R*^ and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydro^yamino, aminomethyl, 
methylamino, cyano, methyl, trifluorometh^J, methoxy, hydroxymethyl, 
2 5 methoxyamino, methylthio, trifluoromethoxy,\fluoro, and chloro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of ^ covalent single bond, O, 
S, NH, andCH 2 ; 
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10 



15 



20 



25 



Q is selected from the group consisting of 5-amino-3- 
amidoVarbonylphenyl, 5-amino-2-fluorophenyl, 3-amino-5- 
hydroxwnethylphenyl, 5-amino-3-methoxycarbonylphenyl, 3-amidinophenyl, 
3-amino-4-methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 
benzyl, 3-cVboxyphenyl, 3-carboxy-5-aminophenyl, 3-carboxy-5- 
hydroxyphenVl, 3-carboxymethyl-5-aminophenyl, 3-carboxymethyl-5- 
hydroxyphenyk 3-carboxy methyl phenyl, 3-chIorophenyl, 2-chlorophenyl, 
2,6-dichloropheiWI, 3-cyanophenyl, 3-dimethylaminophenyl, 2-fluorophenyl, 
3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 3- 
methanesulfonylamkiophenyl, 2-methoxyphenyl, 3-methoxyphenyl, 3- 
methoxyaminophenyK 3-methoxycarbonylphenyl, 2-methylaminophenyl, 3- 
methylaminophenyl, 2-\riethylphenyl, 3-methylphenyl, 4-methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 2- 
trifluoromethylphenyl, 5-a\nino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2- 
thienyl, 3-pyridyl, 4-pyridyl\2-thienyl, and 3-thienyI; 

Y° is selected from theWoup consisting of: 

b s 16 17 18V 19 

1- Q -4-Q -2-R -3-R -5-R -1§-R benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -2-R 19 pyri^ine, 

o ^ s ^ 16 e 18 ,19 

3- Q -6-Q -2-R -5-R -4-R pyridine 

3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-\ b -5-Q S -3-R 16 -4-R 17 thiophene; 



«!6 JT .19 

R and R are independently 



selectee 



from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy^methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

R and R are optionally with the provi^ that no more than one 

of R^ and r' is at the same time and that is 

17 18 v 

R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carhoxy, and cyano; 

Q* 5 is selected from the group consisting of Q^ e wherein y be is hydrido 

25 23 24 
and C(NR )NR R ; 
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O 



O 



^23 24 25 

, R , and R are independently selected from the group consisting of 

hydrido an^. methyl; 

Q s is\H 2 . 

5/ The compound as recited in Claim 17 haying the Formula: 



O 



B 



H 



or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the\group consisting of hydrido, C2-C8 alkyl, C3- 
C8 atkenyl, C3-C8 alkynyl, ana C2-C8 haloalkyl, wherein each member of 
10 group B is optionally substituted at any carbon up to and including 6 atoms 
from the point of attachment of B\to A with one or more of the group 

• • _ 3 2 33 34 35 36 
consisting of R , R , R , R \and R 

32 33 34 35 56 
R , R , R , R , and R \ are independently selected from the 

group consisting of hydrido, acetamido\haloacetamido, amidino, guanidino, 
15 alkoxy, hydroxy, amino, alkoxyamino, tower alkylamino, alkylthio, 

amidosulfonyl, monoalkyl amidosulfonyl,Vlialkyl amidosulfonyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, carboajkoxy, carboxy, carboxamido, 

cyano, and Q^; 

A is selected from the group consisting of single covalent bond and 

15 7 . 

2 0 (CH(R ))p a -(W ) TT wherein rr is an integer selected from 0 through 1, pa is 

7 \ 7 

an integer selected from 0 through 3, and W is N(P^ ); 

7 . . 
R is selected from the group consisting of hydrido and alkyl; 



249 



C-3202 



is selected from the group consisting of hydrido, halo, alkyl, and 



10 



15 



20 



25 



haloalkyl, 

R*^ and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, 
alkoxy, alkyl, aikylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, 
haloalkoxy, and rialo; 

R 2 is Z°-( 

Z° is a covafent single bond; 

Q is selected from the group consisting of aryl and heteroaryl wherein a 
carbon adjacent to the carbon at the point of attachment is optionally substituted 

9 \ 
by R , the other carbon ^djacent to the carbon at the point of attachment is 

13 9 
optionally substituted by & , a carbon adjacent to R and two atoms from the 

10 

carbon at the point of attachment is optionally substituted by R , a carbon 
13 

adjacent to R and two atomsyrom the carbon at the point of attachment is 

12 \ 10 12 

optionally substituted by R , aAd any carbon adjacent to both R and R is 



optionally substituted by R 



11 



9 11 13 
R , R , and R are independently selected from the group 

consisting of hydrido, hydroxy, amin<x amidino, guanidino, lower 
alkylamino, alkylthio, alkoxy, alkylsulfrnyl, alkylsulfonyl, amidosulfonyl, 
monoalkylamidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
carboxy, carboxamido, and cyano; 

R^ and R^ are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, Wanidino, alkyl, alkoxy, 
alkoxyamino, aminoalkyl, hydroxy, amino, lowW alkylamino, 
alkylsulfonamido, amidosulfonyl, monoalkyl amidosulfonyl, dialkyl 
amidosulfonyl, hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, 
carboxy, carboxyamido, carboxyalkyl, and cyano; 

Y° is formula (IV): 
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9 




(IV) 

5 6 A 6 

wherein D , D , J ,\and J are independently selected from the group 
consisting of C, N, 0/$ and a covalent bond with the provisos that no more 
than one is a covalent bo^d, is C, no more than one of D^, D^, J^, and 

A 5 6 5 6 565 6 

is O, no more than one of E\ , D , J , and J is S, one of D , D , J , and J 

5 6 5 6 

must be a covalent bond whei^two of D , D , J , and J are O and S, and no 

5 6 5 \ 6 
more than four of D , D , J , ai^d J are N; 

16 17 18 19\ 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
10 hydroxy, amino, lower alkylamino, al^ylthio, alkylsulfinyl, alkylsulfonyl, 
alkanoyl, haloalkanoyl, alkyl, halo, halo^lkyl, haloalkoxy, hydroxyalkyl, 
aminoalkyl, and cyano; 

R^ and R^ are optionally with\the proviso that no more than one of 
R^ and R^ is at the same time and that is Q^ e ; 

15 is selected from the group consisting^ NR^R^, Q be wherein Q^ e is 

26 25 23 24 \ 25 23 24 

hydrido, N(R )C(NR )N(R )(R ), and C(N% )NR R ; 

20 21 23 24 25 26 . . 

R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido and alkyl; 

Q S is CH 2 . 



20 
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e compound as recited in Claim 17 or a pharmaceutical^ acceptable salt 
thereot\wherein; 

is selected from the group consisting of hydrido, ethyl, 2-propenyl, 

2- propynyk propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec-butyl, tert- 
5 butyl, isobutVl, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 2- 

pentynyl, 3-peiatynyl, 2-pentyl, 3-pentyl, 2-methylbutyl, 2-methyl-2-butenyl, 

3- methylbutyl, 3vmethyl-2-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4-hexenyl, 

2- hexynyl, 3-hex^yl, 4~hexynyl, 2-hexyl, l-methyl-2-pentenyl, l-methyI-3- 
pentenyl, l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyl, l-ethyl-2- 

10 butenyl, 1-heptyl, 2-neptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 2-heptynyl, 

3- heptynyl, 4-heptynyK 5-heptynyl, 2-heptyI, l-methyl-2-hexenyl, 1-methyl- 
3-hexenyl, 1-methyl^-hexenyl, l-methyl-2-hexynyl, l-methyl-3-hexynyl, 1- 
methyl^l-hexynyl, 3-hepcyl, l-ethyl-2-pentenyl, l-ethyl-3-pentenyl, l-ethyl-2- 
pentynyl, l-ethyl-3-pentynyU 2,2,2-trifluoroethyl, 2,2-difluoropropyl, 4- 

15 trifluoromethyl-5,5,5-trifluaropentyl, 4-trifluoromethylpentyl, 5,5,6,6,6- 

pentafluorohexyl, and 3,3,3-trifluoropropyl, wherein each member of group B 
is optionally substituted at any c^arbon up to and including 5 atoms from the 

32 

point of attachment of B to A with one or more of the group consisting of R 

33 34 35 J 36 
R , R , R , and R ; 

32 33 34 35 36 

2 0 R , R , R , R and R \ are independently selected from the 

group consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy, 
ethoxy , hydroxy, amino, N-methylamincX dimethylamino, methylthio, 
ethylthio, trifluoromethyl, pentafluoroethw, 2,2,2-trifluoroethyl, fluoro, 
chloro, bromo, amidosulfonyl, N-methylan^dosulfonyl, hydroxy methyl, 

25 amidocarbonyl, carboxy, cyano, and 

A is selected from the group consisting^ single covalent bond, NH, 

N(CH 3 ), CH 2 , CH 3 CH, and CH 2 CH 2 ; 

A is optionally selected from the group consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 \f(CH 2 CH 3 ) with the 

3 0 proviso that B is hydrido; 
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[° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino,\iminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R^ is\selected from the group consisting of hydrido, hydroxy, amino, 
5 aminomethyl, methylamino, cyano, methyl, trifluoromethyl, methoxy, 
methylthio, triflkoromethoxy, fluoro, and chloro; 

R z is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 
2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyI, and 3-pyridyl, 
wherein a carbon adjacent to the carbon at the point of attachment is optionally 
9 \ 

10 substituted by R , the <^ther carbon adjacent to the carbon at the point of 

13 9 
attachment is optionally Substituted by R , a carbon adjacent to R and two 

atoms from the carbon at the point of attachment is optionally substituted by 

10 . \3 

R , a carbon adjacent to R\ and two atoms from the carbon at the point of 

12 

attachment is optionally substituted by R , and any carbon adjacent to both 

10 12 \ 11 

15 R and R is optionally substituted by R 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, methyl, ethyl, methoxy, ettioxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 
2 0 N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, amidocarbonyl, 
N-methylamidocarbonyl, carboxy, and cyansj; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyl, N-methylamrdocarbonyl, guanidino, 
methyl, ethyl, methoxy, ethoxy, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2- 
2 5 hydroxyethyl, carboxy, carboxy methyl, amino, acetamido, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N- 
methylamino, dimethylamino, amidosulfonyl, N-metnylamidosulfonyl, N,N- 
dimethylamidosulfonyl, methoxycarbonyl, fluoro, chloro, bromo, and cyano; 
Y° is selected from the group consisting of: 
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1- Q b -4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -\Q S -6-R 1? -4-R I8 -2-R 1 pyridine, 2-Q b -5-Q S -3-R 16 -4-R l? thiophene, 

3- Q b -6-Q^-2-R I6 -5-R I8 -4-^^ 

3-Q b -5-Q S -XR 16 -2-R I9 furan, 2-Q b -5-Q S -3-R l6 ~4-R 1? furan, 

_ s , \l6 ^ 19 . ^ b _ s , r 16 17 

3- Q -5-Q -4-R\ -2-R pyrrole, 2-Q -S-Q -3-R -4-R pyrrole, 

b s 19 b s 17 

4- Q -2-Q -5-R \hiazole, and 2-Q -5-Q -4-R thiazole; 

16 17 \ 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido\ methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, lVaminoethyl, 2-aminoethyl, N-methylamino, 
10 dimethylamino, methylthio, ethylthio, trifluoro methylthio, methylsulfmyl, 
methylsulfonyl, trifluororriethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, fluoro, cnloro, amidosulfonyl, N-methylamidosulfonyl, 
hydroxymethyl, carboxy, an\i cyano. 

b . \ . 20 21 

Q is selected from the\group consisting of NR R , 

25 23 24 26y 25 23 24 

15 C(NR )NR R ,andN(R )C(NR )N(R )(R ), with the proviso that 

b \ 
said Q group is bonded directly to a carbon atom; 

20 21 23 24 25 \ 26 
R , R , R , R , R , and R are independently selected from the 



group consisting of hydrido, methyl, and ethyl; 



Q is CH 2 . 



22( The compound as recited in Claim 21 or a^pharmaceutically acceptable salt 
C^thereof, wherein; — ■ — ~" 

B is selected from the group consisting of hydrido,ethyl, 2-propenyl, 
2-propynyl, propyl, isopropyl, butyl, 2-butyl, (Fc$)-2-butyl,(S)-2-butyl, ten- 
25 butyl, isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyl, Y,2,2-trifluoroethyl, 6- 
amidocarbonylhexyl, 4-methyl-2-pentyl, 3-hydroxyWopyl, 3-methoxy-2- 
propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 2- 
dimethylaminopropyl, 2-cyanoethyl. 6-hydroxyhexyl, z-hydroxyethyl, 2- 

254 



C-3202 



armdinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3- 
hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyh 3- 
methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 
4-aminobiityl; 

5 A lk selected from the group consisting of single covalent bond, CH2, 

CH3CH, and\CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomWhyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; \ 

10 R* is selected from the group consisting of hydrido, hydroxy, amino, 

aminomethyl, cyano, methyl, trifluoromethyl, and fluoro; 

2 \ 
R is selected from the group consisting of 5-amino-3- 

amidocarbonylphenyl, 5-aniino-2-fluorophenyl, 3-amino-5- 

hydroxymethylphenyl, 5~amino-3-methoxycarbonylphenyl, 3-amidinophenyl, 

15 3-amino-2-methyl phenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 
benzyl, 3-carboxyphenyl, 3-c^rboxy-5-aminophenyl, 3-carboxy-5- 
hydroxyphenyl, 3-carboxymetnVl-5-aminophenyi, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 2-chlorophenyl, 
2,6-dichlorophenyl, 3-cyanophenw, 3-dimethylaminophenyl, 2-fluorophenyl, 

20 3-fluorophenyl, 2,5-difluorophenyl\ 2-hydroxyphenyl, 3-hydroxyphenyl, 3- 
methanesulfonylaminophenyl, 2-methoxyphenyl, 3-methoxyphenyl, 3- 
methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 3- 
methylaminophenyl, 2-methylphenyl, 3-Vnethylphenyl, 4~methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trinuoromethylphenyl, 2- 

25 trifluoromethylphenyl, 5-amino-2-thienyl, 3-amino-3-thienyl, 3-bromo-2- 
thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3rthienyl; 

Y° is selected from the group consisting of: 
1 -Q b -4-Q S -2- R 1 6 -3 - R 1 ? -5- R 1 8 -6- R 1 9 benzene\ 

2-Q b -5-Q S -6-R 17 -4-R 18 -2-R 19 pyridine, \ 

b s 16 18 19 \ 
30 3-Q -6-Q -2-R -5-R -4-R pyridine, \ 
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\16 19 _b s 16 17 

3-Q -5-Q -4-RV-2-R thiophene, and 2-Q -5-Q -3-R -4-R thiophene; 

and R \are independently selected from the group consisting of 

hydrido, amidino, aminV aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, cmoro, and cyano; 

16 19 \ b 

R and R are optionally Q with the proviso that no more than one 

16 ,n 19 . J , \. , t . ^be 



of R 1D and R 1 is Q b at the sameHime and that Q is Q 



17 18 

R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydro\ymethyl, amino, carboxy, and cyano; 

b \ be . be 

Q is selected from the group consisting of Q wherein Q is hydrido 

25 23 24 
10 andC(NR )NR R ; 

23 24 25 

R , R , and R are independently sel^ted from the group consisting of 
hydrido and methyl; 
Q S is CH 2 . 



15 7 23^/The compound asVecited in Claim 22 or a pharmaceutical^ acceptable salt 

(^thereof, wherein; \. 

B is selected from\the group consisting of hydrido,ethyl, 2-propenyl, 
2-propynyl, propyl, isopropsyl, butyl, 2-butyl, (R)-2-butyl,(S)-2-butyl, tert- 
butyl, isobutyl, 1-pentyl, 3-pei^tyl, 2-methylbutyl, 2,2,2- trifluoroethyl, 6- 

20 amidocarbonylhexyl, 4-methyl-2^-pentyl, 3-hydroxypropyl, 3-methoxy-2- 
propyl, 2-methoxyethyl, 2-methyl^2-butyl, 3-methyl-2-butyl, 2- 
dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2- 
amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3- 
hydroxypropyl, 4-hydroxybutyl, 6-cyan^hexyl, 2-dimethylaminoethyl, 3- 

25 methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 
4-aminobutyl; 

A is selected from the group consisting of single covalent bond, CH2, 
CH3CH, and CH 2 CH 2 ; 



256 



J 



C-3202 



10 



r ° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino,Vminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R l is selected from the group consisting of hydrido, hydroxy, amino, 
aminomethyl\cyano, methyl, trifluoromethyl, and fluoro; 

is selected from the group consisting of 5-amino-2-fluorophenyl, 3- 
amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 3- 
carboxyphenyl, 3-cyanophenyl, 3-methoxycarbonylphenyl, phenyl, and 3- 

pyridyl; \ 

o \ 

Y is selectedvfrom the group consisting of 5-amidino-2-thienylmethyl, 
4-amidinobenzyl, 2-fli^oro^J-amidinobenzyl, and 3-fluoro^-amidinobenzyl. 



// 24. 



A compound as recited in Claim 17 where said compound is selected from 



the group having the Formula: 




15 

or a pharmaceutical^ acceptable salt thereof, wherein: 

2 \ 0 

R is 3-aminophenyl, B is 2,2,2\trifluoroethyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is hydrido, and X° isViydrido; 

2 \ 0 

R is 3-aminophenyl, B is (S)-2-butyl, A is single bond, Y is 4- 

2 0 amidinobenzyl, is hydrido, and X° is hydrido; 

2 • 0 
R is 5-amino-2-fluorophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, R?~ is hydrido, and X° is hydrido; 

2 v o 

R is 2-methyl-3-aminophenyl, B is isopropyl, A is single bond, Y is 4- 

,1 



amidinobenzyl, R is hydrido, and X° is hydrido: 
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? ... o 

\R is 3-aminophenyl, B is ethyl, A is single bond, Y is 4-amidinobenzyK 

R*" is hydrido, and X° is hydrido; 

2^ 0 
R is 3-aminophenyl, B is ethyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, is hydrido, and X° is hydrido; 

2 \ o 
5 R is 3-aminophenyl, B is 2-propenyl, A is single bond, Y is 4- 

amidinobenzyl, R"\is hydrido, and X° is hydrido; 

2 \ o 

R is 3-aminophenyl, B is isopropyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, R"^* is hydrido, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is isopropyl, A is single bond, Y is 4- 

10 amidinobenzyl, R 1 is hydrido, and X° is hydrido; 



2 \ 0 

R is 3-aminophenyl, B is 2-butyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrid\ and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B\is (R)-2-butyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is hydrido, and X° is hydrido; 

2 ^ 0 

15 R is 3-aminophenyl, B is 2^propynyl, A is single bond, Y is 4- 

amidinobenzyl, R"*" is hydrido, and X? is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is 3-pentyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is hydrido, and X° is^hydrido; 

2 \ 0 1 

R is 3-aminophenyl, B is hydridoXA is CH2, Y is 4-amidinobenzyl, R 

20 is hydrido, and X° is hydrido; 

2 \ 0 1 

R is 3-aminophenyl, B is ethyl, A is CH2, Y is 4-amidinobenzyl, R is 

hydrido, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is 2-methypropyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is hydrido, and X° is hydrido; 
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\ O 0 

R is 3-aminophenyl, B is 2-propyl, A is CH3CH, Y is 4-amidinobenzyl, 
R 1 is hydrido, and X° is hydrido; 

2 \ 0 . 

R is\3-aminophenyI, B is propyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, RX 1 is hydrido, and X° is hydrido; 

2 \ 0 • 

R is 3-aminophenyl, B is 6-amidocarbonylhexyl, A is single bond, Y is 

\ 

4-amidinobenzyl, R^is hydrido, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is tert-butyl, A is single bond, Y is 4- 

amidinobenzyl, R* is hydrido, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is tert-butyl, A is single bond, Y is 4- 

,1 : r A 



9 \ 0 

R is 3-aminophenyl, B^is 3-hydroxypropyl, A is single bond, Y is 4- 



10 amidinobenzyl, R is hydrido, and X° is hydrido; 

mir 

amidinobenzyl, R"^ is hydrido, arid X° is hydrido; 

? \ 0 

R is 3-aminophenyl, B is 2-methylpropyl, A is single bond, Y is 4- 

1 x o 

amidino-2-fluorobenzyl, R is hydridb, and X is hydrido; 

9 \ 0 

15 R is 3-aminophenyl, B is butyl\ A is single bond, Y is 4-amidinobenzyl, 

R^ is hydrido, and X° is hydrido; 

2 \ ■ 0 

R is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y is 4- 

1 o ^ 

amidinobenzyl, R is hydrido, and X is hydrido; 

2 \ 0 • 

R is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y is 4- 

20 amidinobenzyl, R^ is hydrido, and X° is hydrido; 

R^ is 3-aminophenyl, B is 2-methoxy-2-ethyl\ A is single bond, Y° is 4- 

amidinobenzyl, R* is hydrido, and X° is hydrido; 

9 \ Q 

R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 5-amidino-2- 
thienylmethyl, R^ is hydrido, and X° is hydrido; 



259 



C-3202 



2 0 

R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 4-amidino-3- 

fluorobenzyl, is hydrido, and X° is hydrido; 

R 2 \s 3-carboxyphenyI, B is 2-propyl, A is single bond, Y is 4- 



amidinobenzyl\R is hydrido, and X° is hydrido; 
rnin 

A, 



2 \ 0 

R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 4-amidino-3- 



fluorobenzyl, R^ is hydrido, and X° is hydrido; 

2 \ o 

R is 3-aminophenyl, B is 2,2,2-trifluoroethyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is (S)-2-butyl, A is single bond, Y is 4- 

10 amidinobenzyl, is aminomethyl, and X° is hydrido; 

2 \ . - 0 

R is 5-amino-2-fluoro phenyl, B is isopropyl, A is single bond, Y is 4- 



amidinobenzyl, R is aminomethyl, and X is hydrido; 

2 \ 0 

R is 2-methyl-3-aminophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is aminomethyl, anti X° is hydrido; 

2 \ 0 

15 R is 3-aminophenyl, B is ethyl, A is single bond, Y is 4-amidinobenzyl, 

R^ is aminomethyl, and X° is hydrido; \ 

2 \ 0 . . 

R is 3-aminophenyl, B is ethyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, R^ is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is 2-propenyl, A is single bond, Y is 4- 

1 o • \ 

2 0 amidinobenzyl, R is aminomethyl, and X is hydrido; 

2 ^ 0 

R is 3-aminophenyl, B is isopropyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, R^" is aminomethyl, and X° is hydrido; 

2 ^ 0 

R is 3-aminophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 
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7 0 

is 3-aminophenyl, B is 2-butyl, A is single bond, Y is 4- 



amidinobenzyl, is aminomethyl, and X° is hydrido; 

2 Vi 0 
R is :3-aminophenyl, B is (R)-2-butyl, A is single bond, Y is 4- 

amidinobenzyl, is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-amrnophenyl, B is 2-propynyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 



, \ amidinobenzyl, R is am 



R^ is 3-aminophenyl, B is 3-pentyl, A is single bond, Y° is 4- 
amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 

R 2 is S-aminophenyU^B is hydrido, A is CH2, Y° is 4-amidinobenzyl, R^ 

10 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B isethyl, A is CH 2 , Y° is 4-amidinobenzyl, R 1 is 

aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is 2-methypropyl, A is single bond, Y is 4- 



amidinobenzyl, R^ is aminomethyl, and X^ is hydrido; 



2 \ 0 

15 R is 3-aminophenyl, B is 2-propyl, A is CH3CH, Y is 4-amidinobenzyl, 



R is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is propyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, R 1 is aminomethyl, and X° is hydrido;. 

2 \ 0 

R is 3-aminophenyl, B is 6-amidocarbonylhexyl, A is single bond, Y is 



20 4-amidinobenzyl, R"^ is aminomethyl, and X° is hydrido;^ 
2 

R is 3-aminophenyl, B is tert-butyl, A is single bond, 

amidinobenzyl, is aminomethyl, and X° is hydrido; \^ 

2 . ^ 
R is 3-aminophenyl, B is tert-butyl, A is single bond, 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 
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o \ 0 

R is-3-aminophenyl, B is 3-hydroxypropyl, A is single bond, Y is 4- 
amidinobenzyl, R\is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminop^henyl, B is 2-methylpropyl, A is single bond, Y is 4- 
amidino-2-fluorobenzyl, R^" is aminomethyl, and X° is hydrido; 

2 \ 0 

5 R is 3-aminophenyl,NB^is butyl, A is single bond, Y is 4-amidinobenzyl, 

R^ is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is aminomethyl, and^X 0 is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is 3-methoxy-2-propyl, A is single bond, Y is 4- 

10 amidinobenzyl, R^ is aminomethyl, and X° is^hydrido; 

R is 3-aminophenyl, B is 2-methoxy-2-ethyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is 2-propyl, A is single v bond, Y is 5-amidino-2~ 

thienylmethyl, R^ is aminomethyl, and X° is hydrido; 

2 \ 0 

15 R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 4-amidino-3- 

fluorobenzyl, R^ is aminomethyl, and X° is hydrido; \ 

2 . \ 0 

R is 3-carboxyphenyl, B is 2-propyl, A is single bond, Y is 4- 



amidinobenzyl, R is aminomethyl, and X° is hydrido; 

2 . . 0 

R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 4^amidino-3- 

20 fluorobenzyl, R^ is aminomethyl, and X° is hydrido. \ 



1/ 



/7 \ 

' ^25. The compound a^s recited in Claim 2 having the Formula: 
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(jjp) 




or a pharmaceutical^ acceptable salt thereof, wherein; 

B is selected from the group consisting of C3-C7 cycloalkyl and C4 
saturated heterocyclyl, wherein each ring carbon is optionally substituted with 

33 \ 
R , a ring carbon other than the ring carbon at the point of attachment of B to 

A is optionally substituted\with oxo provided that no more than one ring carbon 

is substituted by oxo at the same time, ring carbon sand a nitrogen adjacent to 

\ 9 
the carbon atom at the point of attachment is optionally substituted with R or 



13 \/ / 9 

R , a ring carbon or nitrogen adjacent to the R position and two atoms from 



10 the point of attachment is optionally substituted with R^, a ring carbon or 

13 \ 

nitrogen adjacent to the R position and two atoms from the point of 

\ 

\ 12 

attachment is optionally substituted with R , a ring carbon three atoms from 

\ io 

the point of attachment and adjacent to the R position is optionally 

substituted with \ a ring carbon three atoms from the point of attachment 

12 \ 33 

15 and adjacent to the R position is optionally^substituted with R , and a ring 

^ 1 1 33 

carbon atoms from the point of attachment andWjacent to the R and R 

34 

positions is optionally substituted with R ; 

9 11 13 
R , R , and R are independently selected from the group 

consisting of hydrido, hydroxy, amino, amidino, guanidino, lower 
20 alkylamino, alkylthio, alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, 
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amidosulfonyl, monoalkyl amidosulfonyl, alkyl, alkoxy, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, carboxy, carboxamido, and cyano; 
\ 10 12 

R^ and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
5 hydroxy, amino, alkoxyamino, lower alkylamino, alkylsulfonamido, 
amidosulfonyl\jnonoalkyl amidosulfonyl, dialkyl amidosulfonyl, 
hydroxyalkyl, aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, 
amidocarbonyl, hko, haloalkyl, and cyano; 
33 3^4 

R and R \are independently selected from the group consisting of 

10 hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, 

amino, alkoxyamino, lower alkylamino, alkylthio, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 

hydroxyalkyl, carboalkoxy\carboxy, carboxamido, cyano, and Q* 3 ; 

A is selected from the^group consisting of single covalent bond and 

15 7 \ 

15 (CH(R ))pa~(W )rr w ^erein it is aifinteger selected from 0 through 1, pa is 

„ / 7 

an integer selected from 0 througn\3f and W is selected from the group 

consisting of (R ? )NC(0) and N(R^)V 

7 \ 
R is selected from the group consisting of hydrido, hydroxy and alkyl; 

15. \ 
R is selected from the group consisting of hydrido, halo, alkyl, and 

20 haloalkyl; \ 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, 
alkoxy, alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, 
haloalkoxy, and halo; \ 

25 R 2 isZ°-Q; \ 

Z° is selected from the group consisting of a\covalent single bond, O, 

S, NH, and CH 2 ; 
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^^^^ 



Q is selected from the group consisting of aryl and heteroaryl wherein a 
carbon adjacent to the carbon at the point of attachment is optionally substituted 



by R , the other carbon adjacent to the carbon at the point of attachment is 



N 13 9 

optionally substituted by R , a carbon adjacent to R and two atoms from the 

\ 10 
carbon at the point of attachment is optionally substituted by R , a carbon 

13 ^ 

adjacent to R andtwo atoms from the carbon at the point of attachment is 

optionally substituted^ R^, and any carbon adjacent to both R^ and R is 

optionally substituted by^R ; 
Y° is formula (IV) 




10 Q AlV) 



5 6 5 6 \ 
wherein D ,D , J , and J are independently selected from the group 

\ 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

2 \ 5 6 5 6 

than one is a covalent bond, K is C, no more than one of D , D , J , and J 

is O, no more than one of D~\ D^, and is S, one of D~\ D^, J~\ and 

\ 

5 6 5 * v 6 

15 must be a covalent bond when two of D , D , J , and J are O and S, and no 
more than four of D~\ D*\ J^, and are N; 

v 

R^, R^, R^, and R^ are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, 
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v 

alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminoai^l, and cyano; 

R^^and are optionally with the proviso that no more than one 
of R^ and R*\ is at the same time and that is Q^ e ; 

5 Q b is selected from the group consisting of NR^R^ ' , Q be wherein Q be is 

\l5 23 24 20 
hydrido, and C(NR\ )NR R , with the provisos that no more than one of R 

21 \ 23 24. 

and R is hydroxy at\the same time and that no more than one of R and R is 

hydroxy at the same time; 

20 21 23 \24 25 
R , R , R , R^ , and R are independently selected from the group 

10 consisting of hydrido, alkyl\ and hydroxy; 

s \ 
Q is selected from the group consisting of a single covalent bond, 

CH 2 , andCH 2 CH 2 . 

W 

.. , 7 

/The compound as recited in Claim 25 or a pharmaceutically acceptable salt 



15^^/thereof, wherein; ~Jr\^ 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, thiaetan-3-yl, 
cyclopentyl, cyclohexyl, norbornyl, bicyclo[3.1.0]hexan-6-yl, and 

\ 33 
cycloheptyl, wherein each ring carbon is optionally substituted with R , ring 

2 0 carbons and a nitrogen adjacent to the carbon atom at the point of attachment is 

9 13 \ 

optionally substituted with R or R , a ring carbon or nitrogen adjacent to the 

\ 

9 v 
R position and two atoms from the point of attachment is optionally 

10 \ 13 

substituted with R , and a ring carbon or nitrogen adjacent to the R 

position and two atoms from the point of attachment is optionally substituted 

.,12 
25 withR ; 
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0 # 



9 11 13 

, R , and R are independently selected from the group consisting 

of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ertioxy, isopropoxy, propoxy, hydroxy, amino, N-methyiamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
5 trifluoromethyl\pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3- 

pentafluoropropyh trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 

N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2- 

\ 

hydroxyethyl, 2,2,2-trifluoro- 1-hydroxyethyl, amidocarbonyl, N- 
10 methylamidocarbonyl, N^N-dimethylamidocarbonyl, and cyano; 

R and R are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 1- 

15 aminoethyl, 2-aminoethyl, N-meth^lamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyh N-methylamidosulfonyl, N,N- 
dimethylamidosulfonyl, hydroxy methyK 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro- 1-hydroxyethyl, methoxycarbonyl, ethoxy carbonyl, 
amidocarbonyl, N-methylamidocarbonyJ<r4,N-dimethylamidocarbonyl, 

20 fluoro, chloro, bromo, and cyano; \ 

33 34 \ 
R and R are independently selecte^ from the group consisting of 

hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, isopropoxy, 
propoxy, hydroxy, amino, methoxyamino, ethoxyamino, acetamido, 
trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, 

2 5 methylthio, ethylthio, isopropylthio, trifluoromethyl,\pentafluoroethyl, 2,2,2- 
trifluoroethyl, 2,2,3,3,3-pentafluoropropyl, trifluoromethoxy, 1,1,2,2- 
tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, N- 
methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 1- 
hydroxyethyl, 2-hydroxyethyl, 2,2,2-trifluoro- 1-hydroxyethyl, 

30 methoxycarbonyl, ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, 

N,N-dimethylamidocarbonyl, cyano, and Q ; 
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A is selected from the group consisting of single covalent bond, NH, 
N(CH 3 \n(OH), CH 2 , CH 3 CH, CF 3 CH, NHC(O), N(CH 3 )C(0), 

C(0)NH, C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and 

CF 3 CHCH 2 ; 

5 and are independently selected from the group consisting of 

hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1- 
aminoethyl, methylamino, dimethylamino, cyano, methyl, ethyl, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, 
hydroxymethyl, 1-hydr^xyethyl, 2-hydroxyethyl, methoxyamino, methylthio, 
10 ethylthio, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and 
bromo; 

R 2 is Z°-Q; 

Z is selected from the group consisting of a covalent single bond, O, 
S, NH, and CH 9 ; 

15 Q is selected from the groupxonsi sting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrTOlyl7^rimidazolyl, 4-imidazolyl, 3- 
pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3- 
pyridyl, 4-pyridyI, 2-pyrazinyl, 2-pyrirnidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 

3- pyridazinyl, 4-pyridazinyl, and l,3,5-triazin-2-yl, wherein a carbon adjacent 

\ 9 
2 0 to the carbon at the point of attachment is optionally substituted by R , the 

other carbon adjacent to the carbon at the point of attachment is optionally 

13 9 \ 

substituted by R , a carbon adjacent to R and. two atoms from the carbon at 

\ 10 

the point of attachment is optionally substituted by, R , a carbon adjacent to 

13 \ 
R and two atoms from the carbon at the point of attachment is optionally 

12 \l0 12 

2 5 substituted by R , and any carbon adjacent to both R\ and R is optionally 

u \ 
substituted by R ; N ; 

Y° is selected from the group consisting of: 
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\b s 16 „ 17 e 18 , 19 

1- Q\-4-Q -2-R -3-R -5-R -6-R benzene, 

2- Q b -^ S -6-R I7 -4-R 18 -2-R 19 pyridine, 

3- Q b -6-Q S \2-R 16 -5-R 18 -4-R 1 pyridine, 2-Q b -4-Q S -3-R 1 6 -6-R 18 pyrazine, 3- 

b s \l8 18 19 
Q -6-Q -2-R\^-5-R -4-R pyridazine, 

b s 17 18 b s 16 19 

5 2-Q -5-Q -6-R V-4-R pyrimidine, 5-Q -2-Q -3-R -6-R pyrimidine, 

b s 16\ 19 b s 16 17 

3-Q -5-Q -4-R -2-R thiophene, 2-Q -5-Q -3-R -4-R thiophene, 

b s 16 \ 19 b s 16 17 

3-Q -5-Q -4-R -2-R^ furan, 2-Q -5-Q -3-R -4-R furan, 

3- Q b -5-Q S -4-R -2-R ^pyrrole, 2-Q -5-Q S -3-R -4-R 17 pyrrole, 

b s 19 \ b s 17 

4- Q -2-Q -5-R imidazole, 2-Q -4-Q -5-R imidazole, 

b s 16 \ b s 16 

10 3-Q -5-Q -4-R isoxazole, 5-Q -3-Q -4-R isoxazole, 

b s 16 \b s 19 

2-Q -5-Q -4-R pyrazole, 4-Qy2-Q -5-R thiazole, and 

b s 17 ^ 
2-Q -5-Q -4-R thiazole; 

16 17 18 19 / \ / 

R , R , R , and R yar^independently selected from the group 

' \ 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
15 guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 

aminomethyl, 1-aminoethyl, 2-aminoethyh N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopro^ylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulfonyl^ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifIuoroethyl, 2,2,3,3,3-pentafluoropropyl, 
20 trifluoromethoxy, 1, 1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 

amidosulfonyl, N-methylamidosulfonyh N,N-dimethylamidosulfonyl ? 
hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 2,2,2-trifluoro-l- 
hydroxyethyl, and cyano; - v 

R^ and R^ are optionally Q^ with the proviso that no more than one of 
25 R^ and R^ is Q^ at the same time and that Q^ is Q^ e ; 
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b be be 

Q is selected from the group consisting of Q wherein Q is hydrido 

x 25 23 24 23 24 

and C(NR )NR R , with the proviso that no more than one of R and R is 

hydroxy at the same time; 

\ 23 24 25 
R , R , and R are independently selected from the group consisting of 

hydrido, methyl, ethyl, and hydroxy; 

s . \ 

Q is selected from the group consisting of a single covalent bond, CH 2 



/ 



and CH 9 CH 2 . 

/'I ' 



in/The compound as recited in Claim 26 or a pharmaceutically acceptable salt 
l<0v-^mereof, wherein; \ c_-— 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cycloheptyl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3- 
yl, azetidin-l-yl, azetidin-2\yl, azetidin-3-yl,and bicyclo[3.1.0]hexan-6-yl; 

A is selected from the group consisting of single covalent bond, CH2, 



15 NHC(O), CH 2 CH 2 , and CH 2 G%eH 2 



R and X are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 
methylamino, cyano, methyl, trifluoromethyl, methoxy, hydroxymethyl, 
methoxyarnino, methylthio, trifluoromethoxy, fluoro, and chloro; 

20 R 2 isZ°-Q; 

Z° is selected from the group consisting of a covalent single bond, O, 

S, NH, andCH 2 ; 

Q is selected from the group consisting of 5-amino-3- 
amidocarbonylphenyl, 5-amino-2-fluorophenyl, 3-amino-5- 
2 5 hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 3-amidinophenyl, 
3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 
benzyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 3-carboxy-5- 
hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 2-chlorophenyl, 
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2,6-dichlorophenyl, 3-cyanophenyl, 3-dimethylaminophenyl, 2-fluorophenyl, 
3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 3- 
methanesulfonylaminophenyl, 2-methoxyphenyl, 3-methoxyphenyl, 3- 
methoxyamin^phenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 3- 
5 methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4-methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 2- 
trifluoromethylph^nyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2- 
thienyl, 3-pyridyl, 4\pyridyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of: 

b s 16 }\7 18 19 
10 1-Q -4-Q -2-R -3-R \-5-R -6-R benzene, 

b s 17 18\ 19 

2- Q -5-Q -6-R -4-R -2-R pyridine, 

. ^ s ^ 16 e 18 \l9 

3- Q -6-Q -2-R -5-R -4-RT pyndine, 

3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R I6 -4-R l? thiophene; 

R^ and R^ are independently selected from the group consisting of 

15 hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxy methyl, fluoro, chloro, and cy^.^ 

R and R are optionally Q r with the proviso that no more than one 

16 19 1 A 

of R and R is Q at the same time and that Q is Q ; 

17 18 \ 
R and R are independently selected from the group consisting of 

20 hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

b \ be be 

Q is selected from the group consisting\pf Q wherein Q is hydrido 

25 23 24 
andC(NR )NR R ; 

23 24 25 

R , R , and R are independently selected from the group consisting of 
hydrido and methyl; \ 
25 Q S isCH 2 . \ 

\ 

28/The compound as recited in^ClaijpL25-having the Formula: 
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10 



15 




or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of C3-C7 cycloalkyl and C4 
saturated heterocyclyl, wherein each ring carbon is optionally substituted with 

33 \ 
5 R , a ring carbon other thantiie ring carbon at the point of attachment of B to 

A is optionally substituted with oxo provided that no more than one ring carbon 

is substituted by oxo at the same time, ring carbons and a nitrogen adjacent to 

\ 9 
the carbon atom at the point of attachment is optionally substituted with R or 

13 \ s- 9 

R , a ring carbon or nitrogen adjacent to the R position and two atoms from 

YA to 

the point of attachment is optionally substituted with R , a ring carbon or 

13 Ij \< / '' 

nitrogen adjacent to the R position and two atoms from the point of 

12 

attachment is optionally substituted with R ^a ring carbon three atoms from 

10\ 

the point of attachment and adjacent to the R position is optionally 

substituted with R^, a ring carbon three atoms from the point of attachment 

12 \ 33 

and adjacent to the R position is optionally substituted with R , and a ring 



\ 



11 



20 



carbon four atoms from the point of attachment and adjacent to the R and 

33 34 
R positions is optionally substituted with R ; 

9 11 13 
R , R , and R are independently selected from the group 

consisting of hydrido, hydroxy, amino, amidino, guanidino, lower 
alkylamino, alkylthio, alkoxy, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, 
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monoalkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
carboxy, cahboxamido, and cyano; 

are independently selected from the group consisting of 

hydrido, acetamicio, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
5 alkoxyamino, aminoalkyl, hydroxy, amino, lower alkylamino, 

alkylsulfonamido, amidosulfonyl, monoalkyl amidosulfonyl, dialkyl 
amidosulfonyl, hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, 
carboxy, carboxyalkyl, carboxyamido, and cyano; 

33 34 \ 
R and R are independently selected from the group consisting of 

10 hydrido, amidino, guanidino, alkoxy, hydroxy, amino, alkoxyamino, lower 
alkylamino, alkylthio, amidosulfonyl, monoalkyl amidosulfonyl, dialkyl 
amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, 
carboxy, carboxamido, and cyano; 

33 b 
R is optionally Q ; 

15 A is selected from the group consisting of single covalent bond and 

(CH(R^))p a -(W^) rr wherein rr is an inte^e^selected from 0 through 1, pa is 

/V 7 

integer selected from 0 through 3, and W\ is N(R ); 



an 



7 

R is selected from the group consisting of hydrido and alkyl; 

R^ is selected from the group consistingW hydrido, halo, alkyl, and 
20 haloalkyl; 

R^ and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, 
alkoxy, alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, 
haloalkoxy, and halo; \ 

25 R 2 isZ°-Q; 

Z° is a covalent single bond; 

Q is selected from the group consisting of aryl and heteroaryl wherein a 
carbon adjacent to the carbon at the point of attachment is optionally substituted 
9 

by R , the other carbon adjacent to the carbon at the point of attachment is 
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\ 13 9 

optionally substituted by R , a carbon adjacent to R and two atoms from the 

\ 10 
carbon at the point of attachment is optionally substituted by R , a carbon 

\ 13 

adjacent to R and two atoms from the carbon at the point of attachment is 

\ 12 10 12 

optionally substituted by R , and any carbon adjacent to both R and R is 

5 optionally substituted by R^ * ; 

9 11, 13 

R , R , and R are independently selected from the group 

consisting of hydrido, hydroxy, amino, amidino, guanidino, lower 
alkylamino, alkylthio, alkoxy, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, 
monoalkylamidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
10 carboxy, carboxamido, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, aminoalkyl, hydroxy, amino, lower alkylamino, 
alkylsulfonamido, airtidosulfonyl^mcmoalkyl amidosulfonyl, dialkyl 
15 amidosulfonyl, hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, 
carboxy, carboxyamido, carboxyalkyl, and cyano; 

Y° is formula (IV): 



Q s 



R 



17 



R 



l: 



\ 



^ (IV) 

5 6 5 6. 
wherein D , D , J , and J are independently selected from the group 

20 consisting of C, N, O, S and a covalent bond with the provisos that no more 

than one is a covalent bond, is C, no more than one of. D^, D^, J^, and 
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\ 5 6 5 6 5656 

is O, no more than one of D , D , J , and J is S, one of D , D , J , and J 

\ 5 6 5 6 

must be a N covalent bond when two of D , D , J , and J are O and S, and no 

\ 5 6 5 6 
more than four^of D , D , J , and J are N; 

R , R \^ ' anc * ^ are independently selected from the group 

5 consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, 
alkanoyl, haloalkanoyh alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminoalkyl, and cyano; \ 

R and R^ are optionally with the proviso that no more than one of 
10 R^ and R^ is Q b at the same time and that is Q^ e ; 

Q is selected from the group consisting of NR R , Q e wherein Q e is 

25 23 24\ 
hydrido, and C(NR )NR R ;\ 




20 21 23 24 iA25; 
R , R , R , R , and R y are independently selected from the group 

/\ 

consisting of hydrido and alkyl; y 
15 Q S isCH 2 . \ 

n \ 

I 29 ./The compound as recited in Claim 28 or a\pharmaceutically acceptable salt 

v^ffiereof, wherein; ■ \^ 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
20 cyclopentyl, cyclohexyl, cycloheptyl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3- 
yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, and bicyclo[3.L0]hexan-6-yl, 

\ 33 

wherein each nng carbon is optionally substituted with R , ring carbons and 

a nitrogen atoadjacent to the carbon atom at the point of attachment is optionally 

9 13 \ 9 

substituted with R or R , a ring carbon or nitrogen adjacent to the R 

25 position and two atoms from the point of attachment is optionally substituted 
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with\*^, and a ring carbon or nitrogen adjacent to the position and two 

\ *2 
atoms from the point of attachment is optionally substituted with R ; 

9\ 1 1 13 

R , R , and R are independently selected from the group consisting 

of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
5 N,N-dimethylarnino, methylthio, trifluoromethyl, pentafluoroethyl, 2,2,2- 

trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxy methyl, 1-hydroxyethyl, amidocarbonyl, 
N-methylamidocarbonyl, carboxy, and cyano; 

R^ and R^ are independently selected from the group consisting of 

\ 

10 hydrido, amidino, amido'carbonyl, N-methylamidocarbonyl, guanidino, 

methyl, ethyl, methoxy, ethoxy, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2- 
hydroxyethyl, carboxy, carbpxymethyl, amino, acetamido, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N- 
methylamino, dimethylamino,^amidosulfonyl, N-methylamidosulfonyl, N,N- 

15 dimethylamidosulfonyl, methoxycarbonyl, fluoro, chloro, bromo, and cyano; 

33 \ * 

R are independently selected/from the group consisting of hydrido, 

. V 




amidino, guanidino, methyl, ethyl ymettipxy, ethoxy, hydroxy, carboxy, 
amino, N-methylamino, dimethylammp, methylthio, ethylthio, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, 

20 N-methylamidosulfonyl, hydroxymethyl^amidocarbonyl, cyano, and Q^; 

\ 

A is selected from the group consisting of single covalent bond, NH, 

N(CH 3 ), CH 2 , CH 3 CH, CH 2 CH 2 , and CH^CH 2 CH 2 ; 

\ 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
2 5 fluoro; 

R"'" is selected from the group consisting of hydrido, hydroxy, amino, 
aminomethyl, methylamino, cyano, methyl, trifluoromethyl, methoxy, 
methylthio, trifluoromethoxy, fluoro, and chloro; \^ 

R is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 
30 2-pyrrolyl, 2-imidazoIyI, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
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9 



wherein a carbon adjacent to the carbon at the point of attachment is optionally 
\ 9 

substituted by R , the other carbon adjacent to the carbon at the point of 

\ 13 9 

attachment is optionally substituted by R , a carbon adjacent to R and two 

atoms from\the carbon at the point of attachment is optionally substituted by 

r'^, a carbonsadjacent to R^ and two atoms from the carbon at the point of 

\ 12 
attachment is optionally substituted by R , and any carbon adjacent to both 

r,10 ,^12. \. „ , . JL 11 
R and R is optionally substituted by R ; 

Y° is selected Yrom the group consisting of: 

b s 16 1\7 18 19 
1-Q -4-Q -2-R -3-R \-5-R -6-R benzene, 

b s 17 18\ 19 b s 16 17 

10 2-Q -5-Q -6-R -4-R -2-R pyridine, 2-Q -5-Q -3-R -4-R thiophene, 

b s 16 18 \ 19 b s 16 19 

3-Q -6-Q -2-R -5-R -4-R/ pyridine, 3-Q -5-Q -4-R -2-R thiophene, 

b s 16 19 \ b s 16 17 
3-Q -5-Q -4-R -2-R furan, 2-Q -5,-Q -3-R -4-R furan, 



b s 16 19 X &o s 16 17 

3-Q -5-Q -4-R -2-R pyrrole, / 2^@'<SQ -3-R -4-R pyrrole, 



4-Q -2-Q -5-R thiazole, and 2-Q <5^Q -4-R thiazole; 

16 17 18 19 \ 

15 R , R , R ' , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-amino^thyl, N-methylamino, 
dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
20 trifluorornethoxy, fluoro, chloro, arrudosulfonyl ^N-methylamidosulfonyl, 
hydroxy methyl, carboxy, and cyano. \ 

b 20 21 

Q is selected from the group consisting of NR R and 

25 23 24 b \ 

C(NR )NR R , with the proviso that said Q group is bonded directly to a 

carbon atom; \ 

\ 

\ 
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20 21 23 24 25 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, and ethyl; 

Q\ is CH 2 . 




/b ^ ' 3p. The compound as recited in Claim 29 or a pharmaceutically acceptable salt 



thereof, wherein; 



B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3-yl, azetidin-1- 
yl, azetidin-2-yl,and azetidin-3-yl; 
10 A is selected from the group consisting of a single covalent bond, 

CH 2 , NHC(O), CH 2 CH 2 and CH 2 CH 2 CH 2 ; 

\ 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

15 R 1 is selected from the group consisting of hydrido, hydroxy, amino, 



aminomethyl, cyano, methyl, trifluoromethyl, and fluoro; 

R is selected from the group consisting of 3-aminophenyI, 2,6- 



ff /\ 

dichlorophenyl, 2-hydroxyphenyl, p-amino-2-thienyl, and 3-thienyl; 
Y° is selected from the group consisting of: 

20 l-Q b -4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R I9 benzene, 

3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R I7 thiophene; 

R^ and are independently selected from the group consisting of 

\ 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; \ 

16 19 b 

2 5 R and R are optionally Q with the proviso\that no more than one 

of R^ and R^ is at the same time and that Q b is Q be ; 

17 18 \ 

R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
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20 



b be be 

3 is selected from the group consisting of Q wherein Q is hydrido 



25 23 24 
andC(NR R ; 

23 24 25 

R , R \^and R are independently selected from the group consisting of 
hydrido and methyh 
5 Q S isCH 2 . \ 

/ I/The compound as recited in Claim 30 or a pharmaceutically acceptable salt 
^^ymereofj wherein; \^ " 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
10 cyclopentyl, cyclohexyl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3-yl, azetidin-1- 
yl, azetidin-2-yl,and azetidin-3^yl; 

A is selected from the group consisting of a single covalent bond, 



\ 

CH 2 , CH 2 CH 2 and CH 2 CH 2 CH 2 ; 



/A 



X is selected from the groupyconsisting of hydrido, hydroxy, amino, 

A ^ ) 

amidino, aminomethyl, cyano, methyl, trifluoromethyl , hydroxymethyl, and 
fluoro; 

is selected from the group consisting of hydrido, hydroxy, amino 
aminomethyl, cyano, methyl, trifluoromethyl^and fluoro; 

R^ is selected from the group consisting\pf 3-aminophenyl, 2,6- 
dichlorophenyl, 2-hydroxyhenyl, phenyl, 5-amino\2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of 5Wnidino-2-thienylmethyl 

4-amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fIuoro-4-amdinobenzyl. 



// 32/ A compound as recited in Claim 25 ^whe re said compound is selected from 



2 5—^ the group having the Formular 
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or a pharmaceutical^ acceptable salt thereof, wherein: 

2 \ 0 

R is 3-aminophenyl, B is cycylopropyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R^ is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4-amidino-2- 

fluorobenzyl, R^ is aminomethyl, and X° is hydrido; 

2 \ 0 - 

R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 

2 \ 0 . . 

R is 3-aminophenyl, B is eyclopropyl, A is single bond, Y is 4-amidino- 



10 2-fluorobenzyl, R"^ is aminomethylaand^X^ is hydrido; 



R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4- 



amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4-amidino-3- 



\ 



fluorobenzyl, R^ is aminomethyl, and X u is hydrido; 



o • 



\ 



2 \ 0 

R is 3-aminophenyl, B is cyclopentyl,\A is single bond, Y is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

2 0 
R is 5-amino-2-thienyl, B is cyclobutyl, A is single bond, Y is 4- 

1 \ 
amidinobenzyl, R is aminomethyl, and X is hydrido; 

2 0 
R is 3-aminophenyl, B is eyclopropyl, A is CH2, Y is 4-amidinobenzyl, 



20 R is aminomethyl, and X° is hydrido; 
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R^is 3-aminophenyl, B is 2-(2R)-bicyclo[2.2. l]-heptyl, A is single bond, 
Y° is 4- amidinobenzyl, is aminomethyl, and X° is hydrido; 

9 \ 0 . . 

R is 3^aminophenyl, B is cyclopentyl, A is single bond, Y is 4-amidino- 

2-fluorobenzyl, FC\ is aminomethyl, and X° is hydrido; 
5 R is 3-aminophenyl, B is cyclohexyl, A is CI-^CI-^, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 

2 \ o 

R is 2-hydroxyphenyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 

2 \ 0 1 

R is phenyl, B is cyclobutyl, A is single bond, Y is 4-amidinobenzyl, R 

10 is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-thienyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, is aminomethyl, and'X 0 is hydrido; 

2 / — 0 

R is 2,6-dichIorophenyi, B^is cyclobutyl, A is single bond, Y is 4- 

i o 

amidinobenzyl, R is aminomethyl, and X is hydrido; 

2 \ 0 

15 R is 3-aminophenyl, B is cycylopropyl, A is single bond, Y is 4- 

amidinobenzyl, is hydrido, and X° is hydroxy methyl; 

2 \ 0 

R is 3-aminophenyl, B is cyclobutyl, A^is single bond, Y is 4-amidino-2- 

fluorobenzyl, R* is hydrido, and X° is hydroxy methyl; 

2 \ 0 

R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4- 

1 o ^ 

2 0 amidinobenzyl, R is hydrido, and X is hydroxy methyl; 

2 \ 0 . . 

R is 3-aminophenyl, B is cyclopropyl, A is single bond, Y is 4-amidino- 

2-fluorobenzyl, is hydrido, and X° is hydroxymethyl;\ 

2 \ 0 

R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is hydrido, and X° is hydroxymethyi; 

\ 

281 



C-3202 



\ o 0 
R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4-amidino-3- 

fluorobenzyl, R 1 is hydrido, and X° is hydroxymethyl; 

y\ 0 

R is 3-aminophenyl, B is cyclopentyl, A is single bond, Y is 4- 
amidinobenzyl, R 1 is hydrido, and X° is hydroxymethyl; 

7 \ 0 

5 R is 5-amino-2-thienyl, B is cyclobutyl, A is single bond, Y is 4- 

\, 

amidinobenzyl, rV* is hydrido, and X is hydroxymethyl; 

o \ o 

R is 3-amiaiophenyl, B is cyclopropyl, A is CH 2 , Y is 4-amidinobenzyl, 

1 \ Q 

R is hydrido, and X is hydroxymethyl; 

o \ 

R is 3-aminophenyl, B is 2-(2R)-bicyclo[2.2.l]-heptyl, A is single bond, 

10 Y° is 4-amidinobenzyl, ^ is hydrido, and X°is hydroxymethyl; 

2 \ 0 . . 

R is 3-aminophenyl, B is cyclopentyl, A is single bond, Y is 4-amidino- 

\ 

2-fluorobenzyl, R^" is hydricio, and X° is hydroxymethyl; 



R^ is 3-aminophenyl, B is^cyclohexyl, A is CFLjCI-^ Y w is 4- 

1 / / 

amidinobenzyl, R is hydrido/ and/X is hydroxymethyl; 

2 f • 0 • 

15 R is 2-hydroxyphenyl, Bys cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydroxymethyl; 

R^ is phenyl, B is cyclobutyl,\A is single bond, Y° is 4~amidinobenzyl, R^ 

is hydrido, and X° is hydroxymethyl; \ 

2 \ 0 

R is 3-thienyl, B is cyclobutyl, A is single bond, Y is 4- 

2 0 amidinobenzyl, R^ is hydrido, and X° is hydroxymethyl; 

2 \ 0 

R is 2,6-dichlorophenyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is hydrido, and X° is hydroxymethyl; 

2 \ 0 

R is 3-aminophenyl, B is cycylopropyl,\A is single bond, Y is 4- 

amidinobenzyl, is hydroxymethyl, and X° is hydrido; 
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\? 0 

R\^is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, R^ is hydroxy methyl, and X° is hydrido; 

2 ^ 0 
R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4- 

1 o 
amidinobenzyl, R is hydroxymethyl, and X is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is cyclopropyl, A is single bond, Y is 4-amidino- 



A 



2-fluorobenzyl, R x is hydroxymethyl, and X° is hydrido; 

2 \ - 0 

R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is hydroxymethyl, and X° is hydrido; 

2 \ 0 . 

R is 3-aminophenyl, B is cyclobutyl, A is single bond, Y is 4-amidino-3- 

10 fluorobenzyl, R^ is hydroxymethyl, and X° is hydrido; 

2 ^ 0 

R is 3-aminophenyl, B is cyclopentyl, A is single bond, Y is 4- 

amidinobenzyl, R"^ is hydroxymethyl, and X° is hydrido; 

2 \ 0 

R is 5-amino-2-thienyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is hydroxymeth^^and X° is hydrido; 
15 R^ is 3-aminophenyl, B is cjydopropyl, A is CH2, Y is 4-amidinobenzyl, 

R 1 is hydroxymethyl, and X° is hydrido; 

2 \ 
R is 3-aminophenyl, B is 2-(2R)\bicyclo[2.2. l]-heptyl, A is single bond, 

Y is 4-amidinobenzyl, R 1 is hydroxymethyl, and X° is hydrido; 



2 \ 0 

R is 3-aminophenyl, B is cyclopentyl, A is single bond, Y is 4~amidino- 

1 

20 2-fluorobenzyl, R is hydroxymethyl, and X is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is cyclohexyl, A is CH2CH2, Y is 4- 

amidinobenzyl, R 1 is hydroxymethyl, and X° is hydrido; 

2 \ 0 

R is 2-hydroxyphenyl, B is cyclobutyl, A is single bond, Y is 4- 



amidinobenzyl, R is hydroxymethyl, and X is hydrido; 

\ 
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R^i^phenyl, B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, R 1 



is hydroxymethyl>and X° is hydrido; 

2 ^\ 0 

R is 3-thienyK EHs cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R is hydroxy methyl, and X° is hydrido; 

2 \ 0 

R is 2,6-dichlorophenyl, B is cyclobutyl, A is single bond, Y is 4- 

\ 



amidinobenzyl, R is hydroxymethyl, and X is hydrido. 




Jo 



10 



15 



./The comopund as recited in Claim 2 having the Formula 



or a pharmaceutically acceptable salt thereof, wherein; 
B is the Formula (V): 

,34 




r33 \ ^ 2 / r3 



12 12 1 v 

wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond wi\h the provisos that no more 

. 1 2 12 1 
than one is a covalent bond, no more than one of X\ , D , J , J and K is O, 

12 12 1 \ 12 12 

no more than one of D , D , J , J and K is S, onaof D , D , J J and 



\ 
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to 



1 \ 12 12 1 

K m\fst be a covalent bond when two of D , D , J , J and K are O and S, 

12 12 1 
and no i^ore than four of D , D , J , J and K are N; 

^_ 33 34 35 36 
R \ , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetarnido, haloacetamido, amidino, guanidino, 
5 alkoxy, hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio, 

amidosulfonyl\ monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, 
haloalkyl, haloa^koxy, hydroxyalkyl, carboalkoxy, carboxy, carboxamido, 

cyano, and Q^; 

B is optionzfoly selected from the group consisting of hydrido, C2-C8 

10 alkyl, C3-C8 alkenyV C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each 

member of group B is\pptionally substituted at any carbon up to and including 

6 atoms from the point of attachment of B to A with one or more of the group 

. . ^ 32 „33\ 34 35 J 36 
consisting of R , R , \C , R , and R 

B is selected from the group consisting of C3-C7 cycloalkyl and C4-C6 
15 saturated heterocyclyl, wherein each ring carbon is optionally substituted with 
33 

R , a ring carbon other than the ring carbon at the point of attachment of B to 

A is optionally substituted with Wo provided that no more than one ring carbon 

is substituted by oxo at the same tome, ring carbons and nitrogen adjacent to the 

\ 9 
carbon atom at the point of attachment are optionally substituted with R or 

13 \ 9 

20 R , a ring carbon or nitrogen adjacent to the R position and two atoms from 

the point of attachment is optionally substituted with R , a ring carbon or 

13 , 

nitrogen adjacent to the R position and two atoms from the point of 

attachment is optionally substituted with R ^\ a ring carbon or nitrogen three 

10 

atoms from the point of attachment and adjacent to the R position is 

25 optionally substituted with R^ \ a ring carbon oV nitrogen three atoms from 

12 

the point of attachment and adjacent to the R poskion is optionally 
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33 

substituted with R , and a ring carbon or nitrogen four atoms from the point 

11 33 

of attachment and adjacent to the R and R positions is optionally 

v 34 
substituted\with R 

R^, R\^» R^\ R^, and R^ are independently selected from the 

5 group consisting of hydrido, acetamido, haloacetamido, alkoxyamino, 

alkanoyl, haloalkknoyl, amidino, guanidino, alkylenedioxy, haloalkylthio, 
heteroaryl, heterocVclyl, alkoxy, hydroxy, amino, lower alkylamino, alkylthio, 
alkylsulfinyl, alkylsulfonyl, alkylsulfonamido, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkykamidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
10 hydroxyalkyl, aminoalk^l, carboalkoxy, carboxyalkyl, carboxy, carboxamido, 
and cyano; 

A is selected from thp group consisting of single covalent bond and 
15 7 

(CH(R ))pa"(W ) rr wherein\rr is an integer selected from 0 through 1, pa is 

7 

an integer selected from 0 through 3, and W is selected from the group 

7 1 
15 consisting of (R )NC(0) and N(R 

7 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 

R^ is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

X° is selected from the group consisting of hydrido, alkyl, cyano, halo, 

20 haloalkyl, haloalkoxy, amino, aminoalkyl, alkyramino, amidino, hydroxy, 
hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamiW thiol, and alkylthio; 

W, X, Y, and Z are independently selected ffom the group consisting 

of C(R 9 ), C(R 10 ), C(R H ), C(R 12 ), N, N(R 10 ), O,^ and a covalent bond 

with the provisos that one of W, X, Y, and Z is independently selected to be a 
25 covalent bond when one of W, X, Y, and Z is selected fr<^m the group 

10 

consisting of N, N(R ), O, and S, no more than one of W, X, Y, and Z is 
optionally selected from the group consisting of O and S, and no more than 
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O 



o 



threkof W, X, Y, and Z are optionally selected from the group consisting of N 
and NCR 10 ); 




is formula (IV): 



R J 



,16/ 



D" 



D 



FT 



R 



19 



(IV) 

5 6 5 \ 6 

wherein D , D , J , and J are independently selected from the group 

consisting of C, N, O, S atjd a covalent bond with the provisos that no more 

x 2 5 6 5 6 

than one is a covalent bond,K is C, no more than one of D , D , J , and J 

5\6 5 6 5 6 5 6 

is O, no more than one of D , IX , J , and J is S, one of D , D , J , and J 

5 6 5 6 

must be a covalent bond when two\of D ,D , J , and J are O and S, and no 

5 6 5 6 16 17 

10 more than four of D , D , J , and J \are N, with the provisos that R , R 

18 19 

R , and R are each independently selected to maintain the tetravalent nature 

of carbon, trivalent nature of nitrogen, the\divalent nature of sulfur, and the 
divalent nature of oxygen; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

15 consisting of hydrido, amidino, guanidino, carooxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkyIamino\alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, r\aloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, and cyano; 

16 19 b 

R and R are optionally Q with the proviso^ that no more than one 

20 of R^ and R^ is Q* 3 at the same time and that Q 3 is 
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v Q b is selected from the group consisting of NR 2 ^R 2 \ Q^ e wherein Q be is 

hydrido, >f(R 26 )C(NR 25 )N(R 23 )(R 24 ), and QNR^NR^R 24 with the 

20 21 

provisos thai\no more than one of R and R is hydroxy, amino, alkylamino, or 

23 24 

dialkylamino at\he same time and that no more than one of R and R is 

5 hydroxy, amino Alkylamino, or dialkylamino at the same time; 

20 21 \ 23 24 25 26 
R , R ,1^ , R , R , and R are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 

Q is selected fris^m the group consisting of a single covalent bond, 

CH 2 , andCH 2 CH 2 . 



10 




15 



20 



25 



34. The compound as recited ki Claim 33 or a pharmaceutical ly acceptable salt 
thereof, wherein; 

B is selected from the gr&up consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazoIyl, 4-imidazolyl, 3- 
pyrazolyl, 4-pyrazolyl, 2-thiazolyl,\3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3- 
pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pynmidinyI, 4-pyrimidinyl, 5-pyrimidinyl, 

3- pyridazinyl, 4-pyridazinyl, and l,3,3\triazin-2-yl, wherein a carbon adjacent 

32 

to the carbon at the point of attachment isyoptionally substituted by R , the 

other carbon adjacent to the carbon at the point of attachment is optionally 

36 31 
substituted by R , a carbon adjacent to R \and two atoms from the carbon at 

33 

the point of attachment is optionally substituted^ R , a carbon adjacent to 
36 

R and two atoms from the carbon at the point of\attachment is optionally 

substituted by fC , and any carbon adjacent to both\R^^ and R^~* is optionally 
34 

substituted by R 

32 33 34 35 ,36 . , 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, carboxyL methoxy, ethoxy, 
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Dropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, 
acetamido, trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, 
methyWiio, ethylthio, isopropylthio, trifluoro methyl, pentafluoroethyl, 2,2,2- 
trifluorofethyl, 2,2,3 ,3,3-pentafluoropropyl, trifluoromethoxy, 1,1,2,2- 
tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, N- 
methylamiaosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 1- 
hydroxyethyK 2-hydroxyethyl, 2,2,2-trifluoro- l-hydroxyethyl, 
methoxycarborwl, ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, 

N,N-dimethylamidocarbonyl, cyano, and Q* 3 ; 

B is optionally selected from the group consisting of hydrido, ethyl, 2- 
propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butenyl, 3-butenyl, 2- 
butynyl, sec-butyl, tent-butyl, isobutyl, 2-methylpropenyl, 1-pentyl, 2- 
pentenyl, 3-pentenyl, 4-toentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, 1-methyl- 
2-butenyl, l-methyl-3-biuenyl, l-methyl-2-butynyl, 3-pentyl, l-ethyl-2- 
propenyl, 2-methylbutyl, 2Vnethyl-2-butenyl, 2-methyl-3-butenyl, 2-methyl-3- 
butynyl, 3 -methyl butyl, 3-mothyl-2-butenyl, 3-methyl-3-butenyl, 1-hexyl, 2- 
hexenyl, 3-hexenyl, 4-hexenyt\ 5-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 

2- hexyl, l-methyl-2-pentenyl, lVnethyl-3-pentenyl, l-methyl-4-pentenyl, 1- 
methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyl, l-ethyI-2-butenyl, 1-ethyl- 

3- butenyl, l-propyl-2-propenyl, l-ethyl-2-butynyl, 1-heptyl, 2-heptenyl, 3- 
heptenyl, 4-heptenyl, 5-heptenyl, 6-hW>tenyl, 2-heptynyl, 3-heptynyl, 4- 
heptynyl, 5-heptynyl, 2-heptyl, l-metlAl-2-hexenyl, l-methyl-3-hexenyl, 1- 
methyl-4-hexenyl, l-methyi-5-hexenyl, rvmethyl-2-hexynyl, l-methyl-3- 
hexynyl, l-methyl-4-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, l-ethyl-3- 
pentenyl, l-ethyl-4-pentenyl, l-butyl-2-propfenyl, l-ethyl-2-pentynyl, 1-ethyl- 
3-pentynyl, 2,2,2-trifluoroethyl, 2,2-difluoropropyl, 4-trifluoromethyl-5,5,5- 
trifluoropentyl, 4-trifluoromethylpentyl, 5,5,6 A6-pentafluorohexyl, and 
33,3-trifluoropropyl, wherein each member of group B is optionally 
substituted at any carbon up to and including 5 atoqis from the point of 

32 33 

attachment of B to A with one or more of the group consisting of R , R 

34 35 , 36 
R , R , and R ; 

B is optionally selected from the group consisting of cyclopropyl, 
cyclobutyl, oxetan-3-yl, azetidin-l-yl, azetidin-2-yI, azetioin-3-yl, thiaetan-3- 
yl, cyclopentyl, cyclohexyl, norbornyl, 7-oxabicyclo[2.2. ljheptan-2-yl, 
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10 



15 



20 



25 



\ 



bteyclo[3.1.0]hexan-6-yl, cycloheptyl, 2-morpholinyl, 3-morphoIinyI, 4- 
morpholinyl, 1-piperazinyl, 2-piperazinyl, 1-piperidinyl, 2-piperidinyl, 3- 
piperrdinyl, 4-piperidinyl, 1-pyrrolidinyl, 2-pyrrolidinyl, 3-pyrrolidinyl, 2- 
dioxanyl, 4H-2-pyranyl, 4H-3-pyranyl, 4H-4-pyranyl, 4H-pyran-4-one-2-yl, 
4H-pyranVt-one-3-yl, 2-tetrahydrofuranyl, 3-tetrahydrofuranyl, 2- 
tetrahydropVranyl, 3-tetrahydropyranyl, 4-tetrahydropyranyl, 2- 
tetrahydrothiepyl, and 3-tetrahydrothienyl, wherein each ring carbon is 

33 

optionally substituted with R , a ring carbon and nitrogen atoms adjacent to 

\ 9 
the carbon atom at yie point of attachment is optionally substituted with R or 

13 \ 9 

R , a ring carbon or ijitrogen atom adjacent to the R position and two atoms 

10 

from the point of attachment is optionally substituted with R , and a ring 



carbon or nitrogen atom admcent to the R 



13 



position and two atoms from the 
12 



30 



point of attachment is optionally substituted with R 
9 11. 

R and R are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoVy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, mWiylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2^trifluoroethyl, 2,2,3,3,3- 
pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl\ 1-hydroxyethyl, 2- 
hydroxyethyl, 2,2,2-trifluoro-l -hydroxy ethyl Amidocarbonyl, N- 
methylamidocarbonyl, N,N-dimethylamidocarbo^yl, and cyano; 

R^ and R^ are independently selected fr&m the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxymetlryU methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetarnido, aminomethyl, 1- 
aminoethyl, 2-aminoethyI, N-methylamino, dimethylammo, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosuIrpnyl, N,N- 
dimethylamidosulfonyl, hydroxymethyl, l-hydroxyethyl, 2-hydroxyethyl, 
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O 



o 



2x2-trifIuoro-l-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amiclocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
fluora. chloro, bromo, and cyano; 

A is selected from the group consisting of single covalent bond, NH, N(CH3), 

5 N(OH), CM 2 , CH3CH, CF3CH, NHC(O), N(CH 3 )C(0), C(0)NH, 

C(0)N(CH 3 )\CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 

A is optionally selected from the group consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 )\cH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) with the 
proviso that B is hydmdo; 

10 X° is selectedVrom the group consisting of hydrido, hydroxy, amino, 

amidino, hydroxyamino,\aminomethyl, l-aminoethyl, methylamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl, methoxy, hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
methoxyamino, methylthio, etlwlthio, trifluoromethoxy, 1,1,2,2- 

15 tetrafluoroethoxy, fluoro, chloro\and bromo; 

W, X, Y, and Z are independently selected from the group consisting 

of CH, N, CF, CC1, C-CN, C-CH 3 \c-CH 2 CH 3 , C-NH 2 , C-CH 2 NH 2 , 
C-CH 2 NHCH 3 , C-NHCH3, C-N(ChW C-CH(NH 2 )CH 3 , 
C-CH 2 CH 2 NH 2 , C-NHOCH3, C-NHO<£H 2 CH 3 , C-C(NH)NH 2 , 
2 0 C-C(NOH)NH 2 , C-OH, C-CH 2 OH, C-CHoCH 2 OH, C-CH(OH)CH 3 , 
C-OCH 3 , C-OCH 2 CH 3 , C-C0 2 H, C-C0 2 ck, C-C(0)NH 2 , 
C-C(0)NHCH 3 , C-C(0)NH(CH 3 ) 2 , C-CH 2 CGbH, C-S0 2 NH 2 , 
C-S0 2 NHCH 3 , C-NH(0)CCH 3 , and C-NH(0)CCF 3 ; 

Y° is selected from the group consisting of: 

b s 16 17 18 19 
25 1-Q -4-Q -2-R -3-R -5-R -6-R benzene, 

b s 17 18 19 
2-Q -5-Q -6-R -4-R -2-R pyridine, 
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V 



r L 



, b s 16 18 19 b s 16 18 

3-<§ -6-Q -2-R -5-R -4-R pyridine, 2-Q ^-Q -3-R -6-R pyrazine, 3- 

\ s ^ 18 ^ 18 H 19 ^ . 
Q -£\Q -2-R -5-R -4-R pyndazine, 

2- Q b -5^Q S -6-R I7 -4-R 18 pyrimidine, 5-Q b -2-Q S -3-R 16 -6-R 19 pyrimidine, 

3- Q b -5-Q\-4-R 16 -2-R 19 thiophene, 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 

3-Q -5-Q -^R -2-R furan, 2-Q -;>-Q -3-R -4-R furan, 

b s \16 19 b s 16 17 

3-Q -5-Q -4-R -2-R pyrrole, 2-Q -5-Q -3-R -4-R pyrrole, 

4^Q b -2-Q S -5-Rymidazole, 2-Q b -4-Q S -5-R [ imidazole, 

b s 16 \ b s 16 

3-Q -5-Q -4-R i^xazole, 5-Q -3-Q -4-R isoxazole, 

b s 16 \ b s 19 

2-Q -5-Q -4-R pyrrole, 4-Q -2-Q -5-R thiazole, and 

b s 17 
10 2-Q -5-Q -4-R thiazol^; 

17 18 \ J 19 . J J , 
R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, rsopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aWinoethyl, N-methylamino, dimethylamino, 

15 N-ethylamino, methylthio, ethyltnio, isopropylthio, trifluoromethylthio, 

methylsulfinyl, ethylsulfinyl, methwsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyV 2,2,3,3,3-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroebhoxy, fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulfonyl\N,N-dimethylamidosulfonyl, 

20 hydroxymethyl, 1 -hydroxy ethyl, 2-hydro^yethyl, 2,2,2-trifluoro-l- 
hydroxyethyl, and cyano; 

16 19 b 

R and R are optionally Q with t^e proviso that no more than one of 

R^ and R^ is Q^ at the same time and that Q*\is Q b °; 

Q^ is selected from the group consisting NR^R^, Q^ e wherein Q^ e is 

25 23 24 26 25\ 23 24 

25 hydrido, C(NR )NR R , and N(R )C(NR MR )(R ), with the 
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20 21 . 

provisos that no more than one of R and R is hydroxy at the same time and 



23 24 . 

that ni* more than one of R and R is hydroxy at the same time; 

^20 21 23 24 25 26 

, R , R , R , R , and R are independently selected from the 

group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; 
s 

Q is selected from the group consisting of a single covalent bond, 
CH 2 , and CH 2 \h 2 . 

/I 

/ 35. The compound Vs recited in Claim 34 or a pharmaceutically acceptable salt 



thereof, wherein; 

10 B is selected fk>m the group consisting of 2-aminophenyl, 3- 

aminophenyl, 3-amidinophenyl, 4~amidinophenyl, 3-carboxyphenyl, 3- 
carboxy-5-hydroxyphenyd, 3-chlorophenyl, 4-chlorophenyl, 3,4- 
dichlorophenyl, 2-fluoropaenyl, 3-fluorophenyl, 3,4-difluorophenyl, 3- 
hydroxyphenyl, 4-hydroxypnenyl, 3-methoxyaminophenyl, 3-methoxyphenyl, 

15 4-methoxyphenyl, 3-methylplrenyl, 4-methylphenyl, phenyl, 3- 

trifluoromethylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 5-chloro-3- 
trifluoromethyl-2-pyridyl, 4-pyrictyl, 2-thienyl, 3-thienyl, and 3- 
trifluoromethyl-2-pyridyl; 

B is optionally selected fronAhe group consisting of hydrido,ethyl, 2- 

20 propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyI,(S)-2- 
butyl, terf-butyl, isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyl, 2,2,2- 
trifluoroethyl, 6-amidocarbonylhexyl, 4-methyI-2-pentyl, 3-hydroxypropyl, 3- 
methoxy-2- propyl, 2-methoxy ethyl, 2-memyl-2-butyl, 3-methyl-2-butyl, 2- 
dimethylaminopropyl, 2-cyanoethyl, 6-hydk)xyhexyl, 2-hydroxyethyl, 2- 

2 5 amidinoethyl, 2-guanidinoethyl, 3-guanidinqpropyl, 4-guanidinobutyl, 3- 
hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyk 2-dimethylaminoethyi, 3- 
methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, y-aminopropyl, 2-hexyI, and 
4-aminobutyl; 

B is optionally selected from the group consisting of cyclopropyl, 
30 cyclobutyl, cyclopentyl, cyclohexyl, cycloheptyl, oxalan-2-yl, 2-(2R)- 

bicyclo[2.2.1]-heptyl, 1-pyrrolidinyl, 1-piperidinyl, l\l-dioxothiolan-3-yl, 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, 
oxabicyclo[2.2. 1 ]heptan-2-yl, bicyclo[3. 1 .0]hexan-6-yl,\£-morpholinyl, 3- 
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nVprpholinyl, 4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 1-piperidinyl, 2- 
piperidinyl, 3-piperidinyl, 4-piperidinyl, 1-pyrrolidinyl, 2-pyrrolidinyl, 3- 
pyrralidinyl, 2-dioxanyl, 4H-2-pyranyl, 4H-3-pyranyl, 4H-4-pyranyl, 4H- 
pyran-4~one-2-yl, 4H-pyran-4-one-3-yl, 2-tetrahydrofuranyl, 3- 
5 tetrahyotofuranyl, 2-tetrahydropyranyl, 3-tetrahydropyranyl, 4- 
tetrahydropyranyl, 2-tetrahydrothienyl, and 3-tetrahydrothienyl; 

A is\elected from the group consisting of single covalent bond, CH 2 , 
NHC(O), CH^CH 2 , and CH 2 CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
10 amidino, hydroxyamino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, metlioxy, hydroxymethyl, methoxyamino, methylthio, 
trifluoromethoxy, fluoto, and chloro; 

W and Z are independently selected from the group consisting of CH, 

N, CF, CC1, C-CN, C-N% C-CH 2 NH 2 , C-NHCH 3 , C-OH, C-CH 2 OH, C- 

1 5 C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, 
N, CF, C-CN, C-CH 3 , C-NH 2 \c-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NHCH 3 , 

C-CH(NH 2 )CH 3 , C-CH 2 CH 2 NHV C-NHOCH 3 , C-C(NH)NH 2 , 

C-C(NOH)NH 2 , C-OH, C-CH 2 Oh\c-CH 2 CH 2 OH, C-CH(OH)CH 3 , 

20 C-OCH 3 , C-C0 2 H, C-C(0)NH 2 , C-(\o)NHCH 3 , C-CH 2 C0 2 H, and 

C-S0 2 NH 2 ; 

Y° is selected from the group consisting of: 

1- Q b -4-Q S -2-R l6 -3-R 1? -5-R 18 -6-R 19 benz^ne, 

2- Q b -5-Q S -6-R 1? -4-R 1 8 -2-R 19 pyridi ne, 

b s 16 18 19 
25 3-Q -6-Q -2-R -5-R -4-R pyridine, 



19 



16 



17 



3-Q -5-Q -4-R -2-R thiophene, and 2-Q -5-Q \3-R -4-R thiophene; 
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10 



and are independently selected from the group consisting of 

hydrido\amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxy methyl, fluoro, chloro, and cyano; 

16 19 b 
R \and R are optionally Q with the proviso that no more than one 

of R^ and R\^ is at the same time and that is Q^ e ; 

17 V 18 

R and R are independently selected from the group consisting of 

hydrido, fluoro, ahloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

b \ be be 

Q is selected from the group consisting of Q wherein Q is hydrido 

25 23V 24 
and C(NR )NR 

23 24 \ 25 . . 

R , R andui are independently selected from the group consisting of 

hydrido and methyl; 

Q S is CH 2 . 

36. The compound as recitedin Claim 33 having the Formula: 



H 



15 or a pharmaceutical^ acceptable salt thereof, wherein; 
B is the Formula (V): 
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R"X s K 

r 



34 



u. 



,R 



35 



"R 



36 



(V) 



1 2 1\ 2 1 
wherein D , D , J X J and IC are independently selected from the group 

consisting of C, N, 0\S and a covalent bond with the provisos that no more 

x 12 12 1 

than one is a covalent bopd, no more than one ofD , D , J , J and K is O, 

1 \2 1 2 1 12 12 

no more than one of D , D\, J , J and K is S, one of D , D , J , J and 

1 \ 12 12 1 

K must be a covalent bond when two of D , D , J , J and K are O and S, 



and no more than four of d\ D 



1 2 1 
J , J and K are N; 



32 33 34 35 V 36 
R , R , R , R , and are independently selected from the 

group consisting of hydrido, acetamiao, haloacetamido, amidino, guanidino, 
10 alkoxy, hydroxy, amino, alkoxyamino\ lower alkylamino, alkylthio, 

amidosulfonyl, monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, carB^>alkoxy, carboxy, carboxamido, 

cyano, and Q* 3 ; 

B is optionally selected from the grou^ consisting of hydrido, C2-C8 
15 alkyl, C3-C8 alkenyl, C3-C8 alkynyl, and C2-K8 haloalkyl, wherein each 

member of group B is optionally substituted at auy carbon up to and including 
6 atoms from the point of attachment of B to A wifeji one or more of the group 

- . .^32 33 34 35 , 36 
consisting of R , R , R , R , and R ; 

B is optionally selected from the group consisting of C3-C7 cycloalkyl 
20 and C4-C6 saturated heterocyclyl, wherein each ring carbon is optionally 

33 x 
substituted with R , a ring carbon other than the ring carbon at the point of 

attachment of B to A is optionally substituted with oxo provided that no more 
than one ring carbon is substituted by oxo at the same time,\ing carbons and 
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10 



nitrogen adjacent to the carbon atom at the point of attachment are optionally 

, 9 13 9 

substituted with R or R , a ring carbon or nitrogen adjacent to the R 

position\and two atoms from the point of attachment is optionally substituted 

1<A • 13 

with R ,V ring carbon or nitrogen adjacent to the R position and two atoms 

x 12 
from the poir\t of attachment is optionally substituted with R , a ring carbon 

10 

or nitrogen threp atoms from the point of attachment and adjacent to the R 

position is optionally substituted with * , a ring carbon or nitrogen three 

12 

atoms from the poir^t of attachment and adjacent to the R position is 

33 

optionally substituted\with R , and a ring carbon or nitrogen four atoms from 

11 33 

the point of attachment and adjacent to the R and R positions is optionally 



substituted with R~ 



.34 



15 



20 



9 11 13 
R , R , and R are independently selected from the group 

consisting of hydrido, hydroxy^ amino, amidino, guanidino, lower 
alkylamino, alkylthio, alkoxy, arkylsulfinyl, alkylsulfonyl, amidosulfonyl, 
monoalkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
carboxy, carboxamido, and cyano, 

10 12 . 
R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, aminoalkyl, hydroxy, ammo, lower alkylamino, 
alkylsulfonamido, amidosulfonyl, monoalkyl amidosulfonyl, dialkyl 
amidosulfonyl, hydroxyalkyl, aminoalkyl,\halo, haloalkyl, carboalkoxy, 
carboxy, carboxyalkyl, carboxyamido, and cyano; 

A is selected from the group consisting of single covalent bond and 



15 



7 



25 



(CH(R ))p a -(W ) rr wherein rr is an integer selected from 0 through I, pa is 

7 \ 7 

an integer selected from 0 through 3, and W is N(R ); 



R is selected from the group consisting of\hydrido, hydroxy and alkyl; 
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10 



is selected from the group consisting of hydrido, halo, alkyl, and 

haloalkyi; 

X \is selected from the group consisting of hydrido, alkyl, cyano, halo, 

haloalkyi, haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, 
hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 
1 \ o 

R and^ are taken together to be -W=X-Y=Z- wherein -W=X-Y=Z- 

forms a ring selected from the group consisting of a heteroaryl ring having 6 
contiguous members and an aryl; 

W, X, Y, ana Z are independently selected from the group consisting 

9 10 \ 11 12 

of C(R ), C(R ), CNR ), C(R ), and N; 



Y is formula (IV): 



or 



,17 



J 



R 



16^ 



D' 



>19 



Q 

5 6 5 6 x 
wherein D , D , J , and J are indepi 



(IV) 

mdently selected from the group 



consisting of C, N, O, S and a covalent\bond with the provisos that no more 

2 \ 5 6 5 6 

15 than one is a covalent bond, K is C, no ii^ore than one of D , D , J , and J 

565 \6 565 6 

is O, no more than one of D , D , J , and J\ is S, one of D , D , J , and J 

5 6\ 5 6 

must be a covalent bond when two of D , D ,\1 , and J are O and S, and no 

i r* r T 5 6 x _ . \ . _ 16 _ 17 

more than four of D , D , J , and J are N, witf^ the provisos that R , R 
18 19 

R , and R are each independently selected to maintain the tetravalent nature 

2 0 of carbon, trivalent nature of nitrogen, the divalent \ature of sulfur, and the 
divalent nature of oxygen; 
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16 17 18 19 
R \ , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyL alkylsulfonyl, 
alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminoalkyl, anchcyano; 



R 16 and R are optionally Q with the proviso that no more than one of 

16 tr ,19. h\ , . , , 3 . he 

R and R is Q at the same time and that Q is Q ; 

Q b is selected\rom the group consisting of NR^R^\ Q^ e wherein Q be is 

26 25 23 24 25 23 24 

hydrido, N(R )C(NRT)N(R )(R ), and C(NR )NR R ; 



10 



20 21 ^23 = 
R , R , R , R 



14 25 26 
, R , and R are independently selected from the 



group consisting of hydrido qnd alkyl; 
Q S is CH 2 . 



37. The compound as recited in Cl^im 36 or a p harmaceutically acceptable salt 

1 SO^hereof , wherein; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrroIyl,\2-imidazolyl, 4-imidazolyl, 3- 
pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyI, and 5-isoxazolyl, wherein a 
carbon adjacent to the carbon at the point q£ attachment is optionally substituted 
32 

2 0 by R , the other carbon adjacent to the carbon at the point of attachment is 

36 \ 32 

optionally substituted by R , a carbon adjac&pt to R and two atoms from 

33 

the carbon at the point of attachment is optionally substituted by R , a carbon 
36 

adjacent to R and two atoms from the carbon at t^he point of attachment is 

35 \ 33 35 

optionally substituted by R , and any carbon adjacent to both R and R is 

34 

2 5 optionally substituted by R ; 
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32 33 34 35 36 
R\ , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy, 
ethoxy, hydroxy, amino, N-methylamino, dimethylamino, methylthio, 
ethylthio, triflubromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, 
chloro, bromo, a\iidosuIfonyl, N-methylamidosulfonyl, hydroxy methyl, 

amidocarbonyl, cai^>oxy, cyano, and Q^; 

B is optionally selected from the group consisting of hydrido, ethyl, 2- 
propenyl, 2-propynyl,\propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec- 
butyl, terf-butyl, isobutjd, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 
10 2-pentynyl, 3-pentynyl, 2rpentyl, 3-pentyl, 2-methylbutyl, 2-methyl-2- 

butenyl, 3 -methyl butyl, 3-\nethyl-2-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4- 
hexenyl, 2-hexynyl, 3-hexyWl, 4-hexynyl, 2-hexyl, l-methyl-2-pentenyl, 1- 
methyl -3-pentenyl, l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyI, 1- 
ethyl-2-butenyl, 1-heptyl, 2-heotenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 2- 
15 heptynyl, 3-heptynyl, 4-heptynyk 5-heptynyl, 2-heptyl, l-methyl-2-hexenyl, 
l-methyl-3-hexenyl, l-methyl-4-hWenyl, l-methyl-2-hexynyl, l-methyl-3- 
hexynyl, 1-methyl^-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, l-ethyl-3- 
pentenyl, l-ethyl-2-pentynyl, l-ethyl\3-pentynyl, 2,2,2-trifluoroethyl, 2,2- 
difluoropropyl, 4-trifluoromethyl-5,5,3rtrifluoropentyl, 4- 
20 trifluoromethylpentyl, 5,5,6,6,6-pentafltiorohexyl, and 3,3,3-trifluoropropyl, 
wherein each member of group B is optionally substituted at any carbon up to 
and including 5 atoms from the point of attachment of B to A with one or more 

32 33 34 \35 36 
of the group consisting of R , R , R , R\ , and R 

B is optionally selected from the grouAconsisting of cyclopropyl, 
25 cyclobutyl, oxetan-3-yl, azetidin-3-yl, thiaetan-l-yl, cyclopentyl, cyclohexyl, 
1-pyrrolidinyl, 2-pyrrolidinyl, 3-pyrrolidinyl, 2-tstrahydrofuranyl, 3- 
tetrahydrofuranyl, 2-tetrahydrothienyl, and 3-tetranydrothienyl, wherein each 

33 

ring carbon is optionally substituted with R , a rin^ycarbon and nitrogen 

atoms adjacent to the carbon atom at the point of attocirment is optionally 

9 13 \ 9 

30 substituted with R or R , a ring carbon or nitrogen atom adjacent to the R 

position and two atoms from the point of attachment is optionally substituted 
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wi^ R^, and a ring carbon or nitrogen atom adjacent to the position and 

\ • .12 

two atoms from the point of attachment is optionally substituted with R ; 

9 11 13 

, R , and R are independently selected from the group consisting 

of hydridoY methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
5 N,N-dimethVlamino, methylthio, trifluoromethyl, pentafluoroethyl, 2,2*2- 

trifluoroethyl\ fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylaWdosulfonyl, hydroxymethyl, 1-hydroxyethyl, amidocarbonyl, 
V N-methylamidoaarbonyl, carboxy, and cyano; 

10 \2 

R and R\ are independently selected from the group consisting of 

10 hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, guanidino, 

methyl, ethyl, methoxV ethoxy, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2- 
hydroxyethyl, carboxy, Oarboxy methyl, amino, acetamido, trifluoromethyl, 
pentafluoroethyl, 2,2,2-triwuoroethyl, trifluoroacetamido, aminomethyl, N- 
methylamino, dimethylamino, amidosulfonyl, N-methylamidosulfonyl, N,N- 
15 dimethylamidosulfonyl, metnoxycarbonyl, fluoro, chloro, bromo, and cyano; 

A is selected from the group consisting of single covalent bond, NH, 

N(CH 3 ), CH 2 , CH 3 CH, and CPbCH 2 ; 

A is optionally selected from the group consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 )\and CH 2 CH 2 N(CH 2 CH 3 ) with the 

20 proviso that B is hydrido; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

W and Z are independently selected froW the group consisting of CH, 
25 N, CF, CC1, C-CN, C-NH 2 , C-CH 2 NH 2 , C-NP^CH 3 , C-OH, C-CH 2 OH, C- 

C0 2 H, and C-C(0)NH 2 ; 

X and Y are independently selected from theWoup consisting of CH, 
N, CF, C-CN, C-CH 3 , C-NH 2 , C-CH 2 NH 2 , C-CH 2 \sfHCH 3 , C-NHCH 3 , 

C-CH(NH 2 )CH 3 , C-CH 2 CH 2 NH 2 , C-NHOCH 3 , C-C(NH)NH 2 , 
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C-G(NOH)NH 2 , C-OH, C-CH 2 OH, C-CH 2 CH 2 OH, C-CH(OH)CH 3 , 
C-OCH 3 , C-C0 2 H, C-C(0)NH 2 , C-C(0)NHCH 3 , C-CH 2 C0 2 H, and 

c-so 2 V 2 ; 

^ 20 21 

Q \s selected from the group consisting of NR R , 

25 ^23 24 26 25 23 24 

C(NR )NRY R , and N(R )C(NR )N(R )(R ), with the proviso that 

b \ 

said Q group is^>onded directly to a carbon atom; 

20 21 V 23 24 25 26 
R , R ,1^ , R , R , and R are independently selected from the 

group consisting of hyxirido, methyl, and ethyl; 

Q S is CH 2 . 



/38.^Fhe compound as recitec^in Claim ST^oii^pharmaceutically acceptable salt 
lereof, wherein; 

B is selected from the gtoup consisting of 2-aminophenyl, 3- 
aminophenyl, 3-amidinophenyl, 4-amidinophenyl, 3-carboxyphenyl, 3- 
15 carboxy-5-hydroxy phenyl, 3-chlorW)henyl, 4-chlorophenyl, 3,4- 

dichlorophenyl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 3- 
hydroxyphenyl, 4-hydroxyphenyl, 3-mfethoxyaminophenyl, 3-methoxyphenyl, 
4-methoxyphenyl, 3-methylphenyl, 4-meihylphenyl, phenyl, 3- 
trifluoromethylphenyl, 2-imidazoyl, 2-pyiidyl, 3-pyridyl, 5-chloro-3- 
0 trifluoromethyl-2-pyridyl, 4-pyridyl, 2-thienyl, 3-thienyl, and 3- 
tri fl uoromethy 1-2- py ridy I ; 

B is optionally selected from the group Consisting of hydrido,ethyl, 2- 
propenyl, 2-propynyI, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2- 
butyl, tert-butyl, isobutyl, 1-pentyl, 3-pentyl, 2-mWhylbutyl, 2,2,2- 
5 trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3-hydroxypropyl, 3- 
methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyk 3-methyl-2-butyl, 2- 
dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2- 
amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4~gnanidinobutyl, 3- 
hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyl, 2-dimeth5tlaminoethyl, 3- 
0 methylbutyl, 2-methyibutyl, (S)-2-methylbutyl, 3-aminopri^pyl, 2-hexyl, and 
4-aminobutyl; 
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10 



15 



B is optionally selected from the group consisting of cyclopropyl, 
cyclobutvl, cyclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2. 1]- 
heptyl, 1 \l-dioxothiolan-3-yl, oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, 
azetidin-3-yl, 1 -pyrrolidinyl and 1-piperidinyl; 

A is selected from the group consisting of single covalent bond, CH2, 

CH 3 CH, and qH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomeyiyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

W and Z are independently selected from the group consisting of CH, 
N, CF, CC1, C-CN, C\NH 2 , C-CH 2 NH 2 , C-OH, C-CH 2 OH, C-C0 2 H, and 
C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, 
N, CF, C-CN, C-NH 2 , C-CH 2 NH 2 , C-CH 2 CH 2 NH 2 , C-C(NH)NH 2 , 
C-C(NOH)NH 2 , C-OH, C-CW 2 OH, C-CH 2 CH 2 OH, 

C-C0 2 H, C-C(0)NH 2 , and C-GH 2 C0 2 H; 

b \ 20 21 

Q is selected from the group consisting of NR R , 



25 23 24 ^v, 
C(NR )NR R ,andN(R )C(\ 



26 



25 23 24 
IR )N(R )(R ), with the proviso that 



said Q group is bonded directly to a carbon atom; 

20 21 23 24 25 \ 26 
20 R , R , R , R , R , and Ijt are independently selected from the 

group consisting of hydrido, methyl, and ^thyl; 

Q S is CH 2 . 



39^The compound as recited in^ Qaim 38 or ^^ptiarmaceutically acceptable salt 
2 5 ^~ thereof, wherein; 

B is selected from the group consisting of\3-aminophenyl, 3- 
amidinophenyl, 4-amidinophenyl, 3-chlorophenyl\4-chlorophenyl, 3,4- 
dichlorophenyl, 2-fluorophenyI, 4-methylphenyl, phenyl, 2-imidazoyl, 3- 
pyridyl, 4-pyridyl, and 3-trifluoromethyl-2-pyridyl; 
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\ B is optionally selected from the group consisting of hydrido, ethyl, 2- 
propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2- 
butyl, ten^-butyl, isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyl, 2,2,2- 
trifluoroethyl, 6-amidocarbonylhexyl, 4~methyl-2-pentyl, 3-hydroxypropyl, 3- 
methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 2- 
dimethylamiiaopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyI, 2- 
amidinoethylA2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3- 
hydroxypropyl\4-hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 3- 
methylbutyl, 2-n^ethylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 
4-aminobutyl; 

B is optionally selected from the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, oxalan-2-yI, 2-(2R)-bicyclo[2.2.1]- 
heptyl, l,l-dioxothiolan-3-yl, oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, 
azetidin-3-yl, andl-piperidinyl; 

A is selected frchn the group consisting of single covalent bond, CH 2 , 



CH 3 CH, and CH 2 CH 2 ; 

X° is selected fromVhe group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyanO^, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

2 0 W and Z are independently selected from the group consisting of CH, 

N, CF, CC1, C-CN, C-NH 2 , C-OH 2 NH 2 , C-OH, C-CH 2 OH, C-C0 2 H, and 
C-C(0)NH 2 ; 

X and Y are independently selected from the group consisting of CH, 
N, CF, C-CN, C-NH 2 , C~CH 2 NH 2 , G-CH 2 CH 2 NH 2 , C-C(NH)NH 2 , 

25 C-C(NOH)NH 2 , C-OH, C-CH 2 OH, C-CH 2 CH 2 OH, 

C-C0 2 H, C-C(0)NH 2 , and C-CH 2 C0 2 H; 

Y° is selected from the group consisting of Samidino-2-thienylmethyl, 
4-amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluoro-4-amidinobenzyl. 



x 

50/ N ^ 



^0. A compound as recited in Claim 33 where sard compound is selected from 
the group having the FormulaT 
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or a pharmaceutically acceptable salt thereof, wherein: 

B is 3-chlorophenyL A is CH2CH2, Y° is 4-amidinobenzyl, W is CH, X 

is C-NH 2 , Y is C-CH 2 C0 2 h\z is CH, and X° is hydrido; 

B is phenyl, A is CH 2 , V° is 4-amidinobenzyl, W is N, X is C-CH 2 NH2, 

Y is C-C0 2 H, Z is CH, and X° is\hydrido; 

B is 3-chlorophenyl, A is CH^C^, Y° is 4-amidinobenzyl, W is C-OH, 

X is C-CH 2 CH 2 NH 2 , Y is C-OH, Z i\cH, and X° is hydrido; 

B is 2-imidazoyl, A is CH 2 CH 2 CH 2 , Y° is 4-amidinobenzyl, W is C- 

10 NH 2 , X is C-CH 2 OH, Y is C- NH 2 , Z is and X° is hydrido; 

B is 2,2,2-trifluoroethyl, A is single bpnd, Y° is 4-amidinobenzyl, W is 
CH, X is C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH,\and X° is hydrido; 

B is (S)-2-butyl, A is single bond, Y° is 4Yamidinobenzyl, W is N, X is C- 
CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 
15 B is isopropyl, A is single bond, Y° is 4-amidmobenzyl, W is C-OH, X is 

C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X 
is C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 
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B\is hydrido, A is CH 2 (CH 3 )N, Y° is 4-amidinobenzyl, W is CH, X is C- 

NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is ethyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C- 
CH 2 NH 2 , Y isC-COjH, Z is CH, and X° is hydrido; 

B is ethyl,\A is single bond, Y° is 4-amidino-2-fluorobenzyl. W is C-OH, 
X is C-CH 2 CH 2 Nl\ 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is 2-propenVl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X 

is C-CH 2 OH, Y is C- r^H 2 . Z is CH, and X° is hydrido; 

B is isopropyl, A Is single bond, Y° is 4-amidino-2-fluoro benzyl, W is 
10 CH, X is C-NH 2 , Y is C-c\l 2 C0 2 H, Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C- 
CH 2 NH 2 , Y is C-C0 2 H, Z is Cfy and X° is hydrido; 

B is 2-butyl, A is single bohd, Y° is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 
15 B is (R)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , 

X is C-CH 2 OH, Y is C- NH 2 , Z is CH, a\id X° is hydrido; 

B is 2-propynyl, A is single bond, Y\ is 4-amidinobenzyl, W is CH, 
X is C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and\X° is hydrido; 

B is hydrido, A is CH 2 , Y° is 4-amidinoIsenzyl, Wis N, X is C- 
2 0 CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 

B is cycylopropyl, A is single bond, Y° is 4-a\nidinobenzyl, W is C-OH, 
X is C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° isVydrido; 
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B^is cyclobutyl, A is single bond, Y is 4-amidino-2-fluorobenzyl, W is C- 



NH 2 , X is OCH 2 OH, Y is C- NH 2 , Z is CH, and X u is hydrido; 

B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X is 
C-NH 2 , Y is C-(^,C0 2 H, Z is CH, and X° is hydrido; 

B is cyclopropyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is 



A 



N, X is C-CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 



B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X 
is C-CH 2 CH,NH 2 , Y is C-QH, Z is CH, and X° is hydrido; 

B is cyclobutyl, A is single bond, Y° is 4-amidino-3-fluorobenzyl, W is C- 
10 NH 2 , X is C-CH 2 OH, Y is C- Nl^ 2 , Z is CH, and X° is hydrido; 

B is cyclopentyl, A is single \^ond, Y° is 4-amidinobenzyl, W is CH, X is 
C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is cyclobutyl, A is single bond,V° is 4-amidinobenzyl, W is N, X is C- 
CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 
15 B is cyclopropyl, A is CH 2 , Y° is 4-an\idinobenzyl, W is C-OH, X is C- 

CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is IWdrido; 

B is 2-(2R)-bicyclo[2.2. l]-heptyl, A is singJe bond, Y" is 4- 

amidinobenzyl, W is C-NH 2 , X is C-CH 2 OH, Y is NH 2 , Z is CH, and X° is 
hydrido; 

20 B is cyclopentyl, A is single bond, Y° is 4-amidin x o-2-fluorobenzyl, W is 

CH, X is C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is tydrido; 

B is cyclohexyl, A is CH 2 CH 2 , Y° is 4-amidinobenzVU W is N, X is 
C-CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 
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15 



is 3-chIorophenyl, A is CH 2 CH 2 , Y is 4-amidinobenzyl, W is C-OH, 
X is C-CH 2 \:H 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 



B 



CH 2 OH, Y is C-Wl 2 , Z is CH, and X° is hydrido; 



B 

is C-NH 2 
B 



B 

NH 2 , Y i 
B 

CH 2 NH 2 
B 



B 



B 



s phenyl, A is CH 2 , Y is 4-amidinobenzyl, W is C-NH 2 , X is C- 



s 3-chlorQphenyi, A is CH 2 CH 2 , Y is 4-amidinobenzyl, W is CH, X 
Y is C-ChV:0 2 H, Z is CH, and X° is hydrido; 

s 2-imidazoyl,V is CH 2 CH 2 CH 2 , Y° is 4-amidinobenzyl, W is N, X 



is C-CH 2 NH 2 , Y is C-C0 2 hj, Z is CH, and X° is hydrido; 

B is 2,2,2-trifluoroethyxl, A is single bond, Y° is 4-amidinobenzyl, W is C- 
OH, X is C-CH 2 CH 2 NH 2 , Y is^C-OH, Z is CH, and X° is hydrido; 

B is (S)-2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , 

X is C-CH 2 OH, Y is C- NH 2 , Z is OH, and X° is hydrido; 

s isopropyl, A is single bond\ Y° is 4-amidinobenzyl, W is CH, X is C- 
C-CH 2 C0 2 H, Z is CH, and xP is hydrido; 

s isopropyl, A is single bond, Y 4-amidinobenzyl, W is N, X is C- 
Y is C-C0 2 H, Z is CH, and X° isVdrido; 



s hydrido, A is CH 2 (CH 3 )N, Y is 4Aamidinobenzyl, W is C-OH, X is 



C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° isVydrido; 



s ethyl, A is single bond, Y is 4-amidinobenzyl, W is C-NH 2 , X is C- 



20 CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 



s ethyl, A is single bond, Y is 4-amidino-2-ftuorobenzyI, W is CH, X 



is C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido\ 
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Bis 2-propenyl, A is single bond, Y is 4-amidinobenzyl, W is N, X is C- 
CH 2 NH 2 V is C-C0 2 H, Z is CH, and X° is hydrido; 

B is isopropyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is C- 
OH, X is C-ChV:H 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 
5 B is isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X 

is C-CH 2 OH, Y is c\nH 2 , Z is CH, and X° is hydrido; 

B is 2-butyl, Are single bond, Y° is 4-amidinobenzyl, W is CH, X is C- 
NH 2 , Y is C-CH 2 C0 2 H,V is CH, and X° is hydrido; 

B is (R)-2-butyl, A rs single bond, Y° is 4-amidinobenzyl, W is N, X is 
1 0 C-CH 2 NH 2 , Y is C-C0 2 H, z\is CH, and X° is hydrido; 

B is 2-propynyl, A is single bond, Y° is 4-amidinobenzyl, W is C- 
OH, X is C-CH 2 CH 2 NH 2 , Y is CVOH, Z is CH, and X° is hydrido; 

B is hydrido, A is CH 2 , Y° i\ 4-amidinobenzyl, W is C-NH 2 , X is C- 

CH 2 OH, Y is C- NH 2 , Z is CH, and X? is hydrido; 
15 B is cycylopropyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X 

is C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and,X° is hydrido; 

B is cyclobutyl, A is single bond, Y° fs 4-amidino-2-fluorobenzyl, W is 
N, X is C-CH 2 NH 2 , Y is C-C0 2 H, Z is CH, a\d X° is hydrido; 

B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X 
20 is C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is\hydrido; 

B is cyclopropyl, A is single bond, Y° is 4-am\dino-2-fluorobenzyl, W is 
C-NH 2 , X is C-CH 2 OH, Y is C- NH 2 , Z is CH, and X? is hydrido; 

B is cyclobutyl, A is single bond, Y° is 4-amidino\3enzyl, W is CH, X is 
C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; \ 
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B cyclobutyl, A is single bond, Y° is 4-amidino-3-fluorobenzyl, W is 
N, X is C-(\H 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 

B is c^clopentyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X 
is C-CH 2 CH 2 NlH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyU W is C-NH2, X 
is C-CH 2 OH, Y ist- NH 2 , Z is CH, and X° is hydrido; 

B is cyclopropyl, A is CH 2 , Y° is 4-amidinobenzyl, W is CH, X is C- 

NH 2 , Y is C-CH 2 C0 2 td, Z is CH, and X° is hydrido; 

B is 2-(2R)-bicy<^o[2.2.1]-heptyl, A is single bond, Y° is 4- 

10 amidinobenzyl, W is N, X\js C-CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is 
hydrido; 

B is cyclopentyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is 
C-OH, X is C-CH 2 CH 2 NH 2 , \\is C-OH, Z is CH, and X° is hydrido; 

B is cyclohexyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, W is C-NH 2 , 
15 X is C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido. 



J 4h The compound having the Formula 



20 




or a pharmaceutical^ acceptable salt thereof, wherein; 
B is the Formula: 
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32 33 3\ 35 36 
R , R , R \ R , and R are independently selected from the 

group consisting of hydriido, acetamido, haloacetamido, amidino, guanidino, 
alkylenedioxy, haloalkylthio, alkanoyloxy, alkoxy, hydroxy, amino, 
5 alkoxyamino, haloalkanoyl, nitro, lower alkylamino, alkylthio, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, alkylsulfonamido, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosuffonyl, alkyl, alkenyl, halo, haloalkyl, 
haloalkenyl, haloalkoxy, hydroxyajkyl, alkylamino, carboalkoxy, carboxy, 

carboxamido, cyano, and Q^; 

10 B is optionally selected from ttie group consisting of hydrido, 

trialkylsilyl, C2-C8 alkyl, C3-C8 alkyleW C3-C8 alkenyl, C3-C8 alkynyl, 
and C2-C8 haloalkyl, wherein each member of group B is optionally 
substituted at any carbon up to and including 6 atoms from the point of 

, 32 33 

attachment of B to A with one or more of the^roup consisting of R , R 

34 35 36 
15 R , R , and R ; 

B is optionally selected from the group consisting of C3-C12 
cycloalkyl and C4~C saturated heterocyclyl, wherei^ each ring carbon is 

33 . 
optionally substituted with R , a ring carbon other than the ring carbon at the 

point of attachment of B to A is optionally substituted with oxo provided that 
2 0 no more than one ring carbon is substituted by oxo at thAsame time, ring 

carbons and a nitrogen adjacent to the carbon atom at the Roint of attachment 

9 13 

are optionally substituted with R or R , a ring carbon or nitrogen adjacent to 



the R position and two atoms from the point of attachment is (optionally 
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uV 



12 



10 



substituted with R^, a ring carbon or nitrogen adjacent to the R^ position 
andfcwo atoms from the point of attachment is optionally substituted with r' 
a ring carbon three atoms from the point of attachment and adjacent to the R 

position isV)ptionally substituted with R^, a ring carbon three atoms from the 

\ i. 
5 point of attachment and adjacent to the R position is optionally substituted 

33 x 

with R , and a\ing carbon four atoms from the point of attachment and 

11 33 34 

adjacent to the R \and R positions is optionally substituted with R ; 

9 10 N 12 13 
R , R , R V R , and R are independently selected from the 

group consisting of hyorido, acetamido, haloacetamido, alkoxyamino, 
10 alkanoyl, haloalkanoyl, amidino, guanidino, alkylenedioxy, haloalkylthio, 
alkoxy, hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfamido, alkylsulfonw, amidosulfonyl, monoalkyl amidosulfonyl, 
dialkyl amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, 
aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, carboxamido, and cyano; 
15 A is selected from the £ro\ip consisting of single covalent bond and 

15 7 

(CH(R ))p a -(W )rr w herein rr is integer selected from 0 through 1, pa is 



7 



an integer selected from 0 through 3, apd W is selected from the group 
consisting of O, S, C(O), (R ? )NC(0), (V 7 )NC(S), and N(R ? ); 



R is selected from the group consisting of hydrido, hydroxy and alkyl; 
15 . 

2 0 R is selected from the group consisting of hydrido, hydroxy, halo, 

alkyl, and haloalkyl; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino\cyano, hydroxyalkyl, 
alkoxy, alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl 
2 5 haloalkoxy, and halo; 

R 2 is Z°-Q; 
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Z is selected from the group consisting of covalent single bond and 

41 \l 41 
(CR R \ ) n wherein q is an integer selected from 1 through 2, (CH(R )) c - 

^J2 

-(CH(R \ ))p wherein g and p are integers independently selected from 0 

v o 41 
through 3 and W is selected from the group consisting of O, S, and N(R ), 



5 and (CH(R )) f 



42 



selected from 0 through 1 and is selected from the group consisting of 



(CH(R wherein e and h are integers independently 
2 . 



41 42 h 
CR =CR , 1,2-cyctopropyl, 1,2-cyclobutyl, 1,2-cyclohexyl, 1,3- 

cyclohexyl, 1,2-cyclopentyl, 13-cyclopentyl, 2,3-morpholinyl, 2,4- 
morpholinyl, 2,6-morphoiMiyl, 3,4-morpholinyl, 3,5-morpholinyl, 1,2- 
10 piperazinyl, l,3-piperazinyl\2,3-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 
1,3-piperidinyl, 2,3-piperidinVl, 2,4-piperidinyl, 2,6-piperidinyl, 3,4- 
piperidinyl, 1,2-pyrrolidinyl, l)3-pyrrolidinyl, 2,3-pyrrolidinyl, 2,4- 
pyrrolidinyl, 2,5-pyrrolidinyl, 3,4-pyrrolidinyl, 2,3-tetrahydrofuranyl, 2,4- 
tetrahydrofuranyl, 2,5-tetrahydrofufanyl, and 3,4-tetrahydrofuranyl, with the 

15 proviso that Z° is directly bonded to\|ie pyrazinone ring; 
41 42 

R and R are independently\selected from the group consisting of 

hydrido, hydroxy, and amino; 

Q is selected from the group consisting of hydrido with the proviso that 

Z° is other than a covalent single bond, aryl And heteroaryl, wherein a carbon 

\ 9 
2 0 adjacent to the carbon at the point of attachments optionally substituted by R , 

the other carbon adjacent to the carbon at the poin{ of attachment is optionally 

13 9 
substituted by R , a carbon adjacent to R and twp atoms from the carbon at 

10 

the point of attachment is optionally substituted by R\ , a carbon adjacent to 
13 

R and two atoms from the carbon at the point of attachment is optionally 

12 1(\ 12 

2 5 substituted by R , and any carbon adjacent to both R \and R is optionally 



substituted by R 



11 



313 



C-3202 



\. 4a . . „4a 
is 



CHR wherein R is selected from the group consisting of 
hydrido, liydroxyaikyl, alkyl, alkoxyalkyl, alkylthioalkyl, and haloalkyl; 

E° i\ selected from the group consisting of a covalent single bond, 

C(0)N(H), (M)NC(O), (R 7 )NS(0) 2 , and S(0) 2 N(R 7 ); 

V AT . \b s 
5 Y is(^-Q; 

s 37 38 

Q is (CR \ R )^ wherein b is an integer selected from 1 through 4, 

"V 37 

R is selected from\the group consisting of hydrido, alkyl, and haloalkyl, and 
38 

R is selected from tli^group consisting of hydrido, alkyl, haloalkyl, aroyl, 

and heteroaroyl with the provisos that there is at least one aroyl or heteroaroyl 
10 substituent, that no more tnan one aroyl or heteroaroyl is bonded to 

37 38 \ 
(CR R )b at the same time, that said aroyl and said heteroaroyl are 

optionally substituted at from one through three of the ring carbons with a 

substituent selected from the group consisting of R^, R^ 7 , R^, and R* , 

x 37 38 

that said aroyl and said heteroaroyl are bonded to the CR R that is directly 

15 bonded to E°, that is no more than ohe alkyl or one haloalkyl is bonded to a 
37 38 

CR R at the same time, and that said alkyl and haloalkyl are bonded to a 

carbon other than the one bonding the arbyl or heteroaroyl; 

R 1 ^, R 17 , R 1 ^, and R*^ are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
2 0 hydroxy, amino, alkoxyamino, lower alkylarruno, alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, h^lo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, and cyano; 

R^ and R^ are optionally with the proviso that no more than one 
of R^ and r'^ is at the same time and that i\ Q^ C ; 
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Q* 5 is selected from the group consisting of NR^R^, Q^ e wherein Q^ e is 

\ 26 25 23 24 25 23 24 

hydrido, N(R )C(NR )N(R )(R ), and C(NR )NR R , with the 

\ 20 21 . 

provisos thacyno more than one of R and R is hydroxy, amino, alkylamino, or 

23 24 

dialkylammo at\the same time and that no more than one of R and R is 

hydroxy, amino,\alkylamino, or dialkylamino at the same time; 

20 23 24 25 j 26 . J J , 

R , R , \R , R , R , and R are independently selected irom 

the group consisting^ of hydrido, alkyl, hydroxy, amino, alkylamino and 
dialkylamino. \ 



42/ The compound as recited in Claim 41 having the Formula: 




AT 



or a pharmaceutical^ acceptable sak thereof, wherein; 
B is the Formula: 

,34 




32 33 34 35 J 36 . , . t 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino\ methyl, ethyl, methoxy, 
ethoxy, hydroxy, amino, N-methylamino, dimethyJamino, methylthio. 
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ethVlthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, 
chlon?, bromo, amidosulfonyl, N-methylamidosulfonyl, hydroxymethyl, 

amido<Wbonyl, carboxy, cyano, and Q b ; 

Bvis optionally selected from the group consisting of hydrido, ethyl, 2- 
5 propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butenyl, 2-butynyI, sec- 
butyl, terf-butyl, isobutyl, 2-methyIpropenyl, l-pentyl, 2-pentenyl, 3-pentenyI, 
2-pentynyl, Jt-pentynyl, 2-pentyl, 3-pentyl, 2-methylbutyl, 2-methyl-2- 
butenyl, 3 -methyl butyl, 3-methyl-2-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyL 4- 
hexenyl, 2-hexvnyl, 3-hexynyl, 4-hexynyl, 2-hexyl, l-methyl-2-pentenyl, 1- 
10 methyl-3-pentenyl, l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyl, 1- 
ethyl-2-butenyl, lXheptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 2- 
heptynyl, 3-heptynvl, 4-heptynyl, 5-heptynyl, 2-heptyl, l-methyl-2-hexenyl, 
l-methyl-3-hexenyl,\l-methyl-4-hexenyl, l-methyl-2-hexynyl, l-methyl-3- 
hexynyl, l-methyl-4-nexynyl, 3-heptyl, l-ethyl-2-pentenyl, l-ethyl-3- 
15 pentenyl, l-ethyl-2-pentynyl, l-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 2,2- 
difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 4- 
trifluoromethylpentyl, 5,5,6,6,6-pentafluorohexyl, and 3,3,3-trifluoropropyl, 
wherein each member of gVoup B is optionally substituted at any carbon up to 
and including 5 atoms from\he point of attachment of B to A with one or more 

„ 33 34 35 36 
20 of the group consisting of R y, R , R , R , and R 

B is optionally selectedVrom the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, cycloheptyl, 2-(2R)-bicyclo[2.2.1]- 
heptyl, oxetan-3-yl, azetidin-l-yl\azetidin-2-yl, azetidin-3-yl, and 
bicyclo[3.1.0]hexan-6-yl, whereinYach ring carbon is optionally substituted 
33 

25 with R , ring carbons and anitroger^ adjacent to the carbon atom at the point 

x . 9 13 

of attachment is optionally substitutedxwith R or R , a ring carbon or 



nitrogen adjacent to the R position and^wo atoms from the point of attachment 

10 

is optionally substituted with R , and a ryig carbon or nitrogen adjacent to the 

13 v 
R position and two atoms from the point >pf attachment is optionally 

30 substituted with R ; 
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V. 



11 13 

R , and R are independently selected from the group consisting 



of hydriW methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 

N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 2,2,2- 

trifluoroetfryl, fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 

5 N,N-dimethvlamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, amidocarbonyl, 

N-methylami&ocarbonyl, carboxy, and cyano; 

\n r 10 \ 12 . J . . u ... 

R and\R are independently selected trom the group consisting ot 

P hydrido, amidinoAamidocarbonyl, N-methylamidocarbonyl, guanidino, 

methyl, ethyl, metnpxy, ethoxy, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2- 
10 hydroxyethyl, carboxy, carboxy methyl, amino, acetamido, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N- 
methylamino, dimethyFamino, amidosulfonyl, N-methylamidosulfonyl, N,N- 
dimethylamidosulfonyl, methoxycarbonyl, fluoro, chloro, bromo, and cyano; 
A is selected fromuhe group consisting of single covalent bond, NH, 

15 N(CH 3 ), CH 2 , CH 3 CH, CH 2 CH 2' and CH 2 CH 2 CH 2 ; 

and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amiaino, hydroxyamino, aminomethyl, 1- 
aminoethyl, methylamino, dimethylamino, cyano, methyl, ethyl, 
trifluoromethyl, pentafluoroethyl, N2,2,2-trifluoroethyl, methoxy, 
20 hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, methoxyamino, methylthio, 
ethylthio, trifluoro methoxy, 1,1,2,2-fcptrafluoroethoxy, fluoro, chloro, and 
bromo; 

R^ is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 
2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
2 5 wherein a carbon adjacent to the carbon at qie point of attachment is optionally 

9 

substituted by R , the other carbon adjacent to the carbon at the point of 

13 \ 9 
attachment is optionally substituted by R , a carbon adjacent to R and two 

atoms from the carbon at the point of attachment \s optionally substituted by 

R^, a carbon adjacent to R^ and two atoms from\the carbon at the point of 
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* 



x 12 
attachment is optionally substituted by R , and any carbon adjacent to both 

R^^and R^ is optionally substituted by R^; 

, at . _b ~s 
\Y is Q -Q ; 



Q\s selected from the group consisting of: 

37 \ 37 38 

5 C[R (benzoy^)](CR R ) b ], 

37 \ 37 38 

C[R (2-pyridy&arbonyl])](CR R ) b ], 

37 \ 37 38 

C[R (3-pyridylcar5onyI])](CR R ) b j, 

37 \ 37 38 

C[R (4-pyridylcarbon\l])](CR R ) b ], 

37 V 37 38 

C[R (2-thienylcarbonyl])l(CR R ) b J, 

37 \ 37 38 

10 C[R (3-tnienylcarbonyl])](CR R ) b ], 

37 \ 37 38 

C[R (2-thiazolylcarbonyl])](CI\ R ) b ], 

37 3V 38 

C[R (4-thiazolylcarbonyl])](CR \R ) b ], and 

37 37 ^S8 

C[R (5~thiazolylcarbonyl])](CR R\ )^J, wherein b is an integer selected 

37 38 

from 1 through 3, R and R are independently selected from the group 

15 consisting of hydrido, alkyl, and haloalkyl ,Vith the provisos that said aroyl 
and said heteroaroyl are optionally substituted at from one through three of the 

ring carbons with a substituent selected from tt^e group consisting of R , 

17 18 , 19 . , , . , ^17 \ 18 . „ 

R , R , and R with the proviso that R anM R are optionally 

substituted at a carbon selected from other than the naeta and para carbons 
2 0 relative to the carbonyl of the benzoyl substituent andVhe heteroaroyl 

substituent, that said benzoyl and said heteroaroyl are\bonded to the carbon 
directly bonded to amide nitrogen of the l-(amidocarboroymethylene) group, 

37 38 

and that is no more than one alkyl or one haloalkyl is bonded to a CR R at 
the same time; 
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16 IV 18 19 
R \ , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminpmethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyI, 
trifluoromethoxy, fluoro, chloro, amidosulfonyl, N-methylamidosulfonyl, 
hydroxymethyl, carboxy, and cyano; 

b \ 20 21 

Q is selected from the group consisting of NR R and 

25 23 24 b 
C(NR )NR R \with the proviso that said Q group is bonded directly to a 

carbon atom; 

20 21 23\ 24 25 
R , R , R ,\R , and R are independently selected from the 

group consisting of hydrido, methyl, and ethyl. 

The compound as recited\jn Claim 42 or a pharmaceutical^ acceptable salt 
^thereof, wherein; 

B is selected from the ^roup consisting of 2-aminophenyl, 3- 
aminophenyl, 3-amidinophenyI, 4-amidinophenyl, 3-carboxyphenyl, 3- 
carboxy-5-hydroxyphenyl, 3-chlorophenyl, 4-chlorophenyl, 3,4- 
dichlorophenyl, 2-fluorophenyl, 3Vluorophenyl, 3,4-difIuorophenyl, 3- 
hydroxyphenyl, 4-hydroxy phenyl, 3\methoxyaminophenyl, 3-methoxyphenyl, 
4-methoxyphenyl, 3-methylphenyl, 4\ methyl phenyl, phenyl, and 3- 
trifluoromethy lpheny 1 ; \ 

B is optionally selected from theygroup consisting of hydrido,ethyl, 2- 
propenyl, 2-propynyl, propyl, isopropylAbutyl, 2-butyl, (R)-2-butyl,(S)-2- 
butyl, toY-butyl, isobutyl, 1-pentyl, 3-penWl, 2-methylbutyl, 2,2,2- 
trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3-hydroxypropyl, 3- 
methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 2- 
dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 2- 
amidinoethyl, 2-guanidinoethyl, 3-guanidinopVopyl, 4-guanidinobutyl, 3- 
hydroxypropyl, 4^hydroxybutyl, 6-cyanohexyU 2-dimethylaminoethyl, 3- 
methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3y~aminopropyl, 2-hexyl, and 
4-aminobutyl; 



A 3 - 





is optionally selected from the group consisting of cyclopropyl, 



cyclobutvl, cyclopentyl, cyclohexyl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3- 
yl, azetidinvl-yl, azetidin-2-yl, an d azetidin-3-yl; 

A is selected from the group consisting of single covalent bond, CH2, 

CH3CH, CH 2 GH 2 , and CH 2 CH 2 CH 2 ; 

and XV are independently selected from the group consisting of 

hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 

methylamino, cyano\methyl, trifluoromethyl, methoxy, hydroxymethyl, 

methoxyamino, methyJthio, trifluoromethoxy, fluoro, and chloro; 

2 \ 
R is selected from the group consisting of 5-amino-3- 

amidocarbonylphenyl, Samino-2-fluorophenyl, 3-amino-5- 

hydroxymethylphenyl, 5-afnino-3-methoxycarbonylphenyl, 3-amidinophenyl, 

3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 

benzyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 3-carboxy-5- 

hydroxyphenyl, 3~carboxymetlWl-5-aminophenyl, 3-carboxymethyl-5- 

hydroxyphenyl, 3-carboxymethwphenyl, 3-chlorophenyl, 2-chlorophenyl, 

2,6-dichlorophenyl, 3-cyanophenVl, 3-dimethylaminophenyl, 2-fluorophenyl, 

3-fluorophenyl, 2,5-difluorophenyk 2-hydroxyphenyl, 3-hydroxyphenyl, 3- 

methanesulfonylaminophenyl, 2-mefchoxy phenyl, 3-methoxyphenyl, 3- 

methoxyaminophenyl, 3-methoxycarBpnyiphenyl, 2-methylaminophenyl, 3- 

methylaminophenyl, 2-methylphenyl, A-methylphenyl, 4-methylphenyl, 

phenyl, 3-trifluoroacetamidophenyl, 3-trtfluoromethyIphenyl, 2- 

trifluoromethylphenyl, 5-amino-2-thienyK 5-amino-3-thienyl, 3-bromo-2- 

thienyl, 3-pyridyI, 4-pyridyl, 2-thienyl, ana 3-thienyl; 



V AT . ^b s 
Y is Q -Q ; 



Q is selected from the group consisting of: 



[CH(benzoyI)](CH 2 ) b , [CH(2-pyridylcarbonyto](CH 2 ) b , 



[CH(3-pyridylcarbonyl)](CH 2 ) 5 , [CH(4~pyridylcWbonyl)](CH 2 ) b , 



[CH(2-thienylcarbonyl)](CH 2 ) b ,[CH(3-thienylcarBpnyl)](CH 2 ) b , 



[CH(2-thiazolylcarbonyl)](CH 2 ) 5 , [CH(4-thiazolylcirbonyl)](CH 2 ) b , 



and YCH(5-thiazolylcarbonyl)J(CH2)t,- wherein b is an integer selected from 1 

through 3, with the provisos that said aroyl and said heteroaroyl are optionally 
substituted at from one through three of the ring carbons with a substituent 

16 17 18 19 
selected rfom the group consisting of R , R , R , and R with the 

17 18 

proviso thah R and R are optionally substituted at a carbon selected from 

other than thAmeta and para carbons relative to the carbonyl of the benzoyl 
substituent ancnthe heteroaroyl substituent, and that said benzoyl and said 
heteroaroyl subs&ituent are bonded to the carbon directly bonded to amide 
nitrogen of the l-<Vmidocarbony methylene) group; 

R 1 ^ and R \are independently selected from the group consisting of 

hydrido, amidino, ammo, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro ,\:hloro, and cyano; 
17 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b isC(NR 25 )NR 23Y24 

23 24 25 
R , R , and R are independently selected from the group 

consisting of hydrido and methyl. 



44^/The compound as recited in Claims43^or a pharmaceutical ly acceptable salt 
^thereof, wherein; 

B is selected from the group consisting of 3-aminophenyl, 3- 
amidinophenyl, 4-amidinophenyl, 3-chlorophenyl, 4-chlorophenyl, 3,4- 
dichlorophenyl, 2-fluorophenyl, 4-methylplaenyl, and phenyl; 

B is optionally selected from the grotm consisting of hydrido, ethyl, 2- 
propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl,(S)-2- 
butyl, /m-butyl, isobutyl, 1-pentyl, 3-pentyl, 2\methylbutyl, 2,2,2- 
trifluoroethyl, 6-amidocarbonylhexyl, 4-methyI-a^pentyI, 3-hydroxypropyl, 3- 
methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 2- 
dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexw, 2-hydroxyethyl, 2- 
amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 3- 
hydroxypropyl, 4-hydroxybutyh 6-cyanohexyl, 2-dimethylaminoethyl, 3- 
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methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 
4-am\nobutyl; 

,B is optionally selected from the group consisting of cyclopropyl, 
cyclobuwl, cyclopentyl, cyclohexyl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3- 
5 yl, azetidm-l-yl, azetidin-2-yl, and azetidin-3-yl; 

A ikselected from the group consisting of a single covalent bond, 

CH 2 , CH 2 CF^2 and CH 2 CH 2 CH 2 ; 

X° is seffected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminome^hyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
10 fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, amino, 
aminomethyl, methylammo, cyano, methyl, trifluoromethyl, methoxy, 
methylthio, tiifluorometho\y, fluoro, and chloro; 

R is selected from tire group consisting of 3-aminophenyl, benzyl, 
15 2,6-dichlorophenyl, 5-amino-2-\hienyl, 5-amino-2-fluorophenyl, 3-amino-2- 
methylphenyl, 5-amino-2-methylthiophenyl, 3-carboxyphenyI, 3-cyanophenyl, 
3-chlorophenyI, 2-hydroxyhenyl, 3-^hydroxyphenyl, 3- 
methanesulfonylaminophenyl, 3-methWycarbonylphenyl, 3- 
dimethylaminophenyl, 3-methylaminopfrenyI, 2-methylphenyl, 3- 
20 methylphenyl, phenyl, 3-pyridyl, 3-trifluor^acetamidophenyl, 3-bromo-2- 
thienyl, 2-thienyl, and 3-thienyl; 

AT 

Y is selected from the group consisting of 5-guanidino-l-oxo-l-(2- 

thiazolyl)-2-pentyl, 5-guanidino-l-oxo-l-(4-thiazolyl)-2-pentyl, 5-guanidino- 
l-oxo-l-(5-thiazolyl)-2-pentyl, 5-guarddino-l-oxo\j-(4-amino-2-thiazolyl)-2- 
25 pentyl, and 5-guanidino-l-oxo-l-phenyl-2-pentyl. 

— jzx 

45 ) A compound as recited \n C^ixn-4T^where said compound is selected from 
v^the group having the FormulAu^ 

\ 
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or a pharmacei^tically acceptable salt thereof, wherein: 
>2 : 



AT 



R is 3-&minophenyl, B is phenyl, A is CH 2 , Y is 5-guanidino-l-oxo-l- 
(2-thiazolyl)-2-peikyl, is hydroxy methyl, and X° is hydrido; 

? \ AT 

5 R is phenyl\B is phenyl, A is CH 2 CH 2 , Y is 5-guanidino-l-oxo-l-(2- 

thiazolyl)-2-pentyl, R"^\s hydroxy methyl, and X° is hydrido; 

9 \ AT 

R is benzyl, B is\phenyl, A is CH 2 CH 2 , Y' is 5-guanidino-l-oxo-l-(2- 
thiazo!yl)-2-pentyl, R 1 is hydroxy methyl, and X° is hydrido; 

9 \ AT 

R is phenyl, B is phenyl, A is CH 2 CH 2 , Y* is 5-guanidino-l-oxo- 1-(2- 
10 thiazolyl)-2-pentyl, R 1 is hydroMmethyl, and X u is hydrido; 

9 I \Sl AT 

R is benzyl, B is phenyl, A is CH 2 CH 2 , Y is 5-guanidino-l-oxo- 1-(2- 
thiazolyl)-2-pentyl, is hydroxy methyl, and X^ is hydrido; 

2 V» AT 

R is phenyl, B is phenyl, A is CH 2 CH 2 , Y* is 5-guanidino-l-oxo-l -(2- 
thiazolyl)-2-pentyl, is hydroxymethyl 7 Vnd X° is hydrido; 

9 \ AT 

15 R is 3-aminophenyl, B is phenyl, A is CH 2 , Y' is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2-pentyl, R^ is aminomethyl, ana\X° is fluoro; 

2 \ AT 

R is phenyl, B is phenyl, A is CH 2 CH 2 \ Y is 5-guanidino-l-oxo- 1-(2- 

thiazolyI)-2-pentyl, R 1 is aminomethyl, and X° is f\uoro; 

R is benzyl, B is phenyl, A is CH 2 CH 2 , Y" \ is 5-guanidino-l-oxo- 1 -(2- 

2 0 thiazolyl)-2-pentyl, R* is aminomethyl, and X° is fluorc 
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AT 



Kv is phenyl, B is phenyl, A is CH 2 CH 2 , Y is 5-guanidino- 1 -oxo- 1 -(2- 



thiazolyI)-2\pentyl, R 1 is aminomethyl, and X° is fluoro; 

AT 

R z isWnzyl, B is phenyl, A is CH 2 CH 2 , Y* is 5-guanidino- 1 -oxo- 1 -(2- 
thiazolyl)-2-peikyl, is aminomethyl, and X° is fluoro; 

9 \ AT 

R is pheWL B is phenyl, A is CH 2 CH 2 , Y is 5-guanidino- 1-oxo-l -(2- 
thiazolyO^-pentyl,^^" is aminomethyl, and X° is fluoro; 

9 \ AT 

R is 3-aminoRhenyl, B is phenyl, A is CH 2 , Y is 5-guanidino- 1-oxo-l- 
(2-thiazolyl)-2-pentyl, R\ is fluoro, and X° is hydroxy methyl; 



R 2 is phenyl, B is phenyl, A is CH 2 CH 2 , Y^ 1 is 5-guanidino- 1-oxo-l -(2- 
10 thiazolyl)-2-pentyl, R 1 is fluoW and X° is hydroxy methyl; 

9 V AT 

R is benzyl, B is phenyl A is CH 2 CH 2 , Y is 5-guanidino- 1-oxo-l -(2- 



at . 



15 



thiazolyl)-2-pentyl, R is fluoro, a: 
2 

R is phenyl, B is phenyl, 



thiazolyl)-2-pentyl, R 1 is fluoro, and X^ is hydroxy methyl; 

9 \ AT 

R is benzyl, B is phenyl, A is CH 2 CH 2 , Y' is 5-guanidino-l-oxo-l-(2- 



[° is hydroxy methyl; 



s\CH 2 CH 2 , Y is 5-guanidino- 1-oxo-l -(2- 



thiazolyl)-2-pentyl, R x is fluoro, and X° is Wdroxy methyl; 

9 V AT 

R is phenyl, B is phenyl, A is CH 2 CH 2 , Y is 5-guanidino- 1-oxo-l -(2- 
thiazolyl)-2-pentyl, R 1 is fluoro, and X° is hydroxy methyl ; 

9 V AT 

R is 3-aminophenyl, B is phenyl, A is CPU, Y* is 5-guanidino- 1-oxo-l- 



20 (2-thiazolyl)-2-pentyl, R is methoxy, and X° is ammomethyl; 

9 aK 
R is phenyl, B is phenyl, A is CH 2 CH 2 , Y' \is 5-guanidino- l-oxo-l~(2- 

thiazolyl)-2-pentyl, R 1 is methoxy, and X° is aminomethyl; 

R is benzyl, B is phenyl, A is CH 2 CH 2 , Y' is 3rguanidino- 1-oxo-l -(2- 

thiazolyl)-2-pentyl, R"^ is methoxy, and X° is aminomethyl;\ 
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R is phenyK B is phenyl, A is CH 2 CH2, Y is 5-guanidino-l-oxo-l-(2 
thiazolyl)-2-pentyI, R^Nis methoxy, and X° is aminomethyl; 

9 \ AT 

R is benzyl, B i^pftenyl, A is CH 2 CH2, Y is 5-guanidino-l-oxo-l-(2- 
thiazolyl)-2-pentyl, R 1 is i/i^lhoxy, and X° is aminomethyl; 

J \ AT 

R is phenyl, B is phenyl, A is CH2CH2, Y is 5-guanidino-l-oxo-l-(2 
thiazolyl)-2-pentyI, R^ is methox^, and X° is aminomethyl. 



/ 46/ A composition for inhibiting thrombotic conditions in blood comprising a 

' / \ L c 7 $ ' 

^'compound of anyspne of Claims 8, 16, 24, 32< 40, and 45 and a 

1 0 pharmaceutical^ acceptable carrier. 

/) 

/ 47. A composition for inhibiting thrombotic conditions injblood comprising a 
(^/^ompound of any one onClaims 1 through 7, Claims 9 through 15, Claims 17 
through 23, Claims 25 through 3 1 , Claims 33 through 39, and Claims 41 
15 through 44 and a pharmaceutrcally acceptable carrier. 



20 



48. A method for inhibiting thrombotic conditions in blood comprising adding 
'to blood a therapeutically effective\amount of a composition of any one of 
Claims 46 and 47. 



A 

49. A method for inhibiting formation of blood platelet aggregates in blood 
; ^omprising adding to blood a therapeutically effective amount of a composition 
of any one of Claims 46 and 47. 



25^ ^6. A method for inhibiting thrombus formatioV in blood comprising adding to 
'blood a therapeutically effective amount of a composition of any one of Claims 
46 and 47. 



5jl. A method for treating or preventing venuous thromboembolism and 
30 v ^pulmonary embolism in a mammal comprising administering to the mammal a 
therapeutically effective amount of a composition of anyyone of Claims 46 and 
47. 
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52. A method for treating or preventing deep vein thrombosis in a mammal 
comprising administering to the mammal a therapeutically effective amount of a 
composition of Vf any one of Claims 46 and 47. 



$' s53. A method for treating or preventing cardiogenic thromboembolism in a 
mammal comprising administering to the mammal a therapeutically effective 
amount of a compositioii of any one of Claims 46 and 47. 

/ \ 
^/yS4. A method for treating oV preventing thromboembolic stroke in humans and 
1 0 other mammals comprising administering to the mammal a therapeutically 
effective amount of a composition of any one of Claims 46 and 47. 
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^^55. A method for treating or prev^mting thrombosis associated with cancer and 
cancer chemotherapy in humans ana other mammals comprising administering 
to the mammal a therapeutically effective amount of a composition of any one 
of Claims 46 and 47. 



56. A method for treating or preventing unstable angina in humans and other 
mammals comprising administering to the\mammal a therapeutically effective 
2 0 ambunt of a composition of any one of Claims 46 and 47. 

i 

51. A method for inhibiting thrombus formation in blood comprising adding to 
^ blood a therapeutically effective amount of a compound of any one of Claims 1 
through 45 with a therapeutically effective amoun^ of fibrinogen receptor 
25 antagonist. 

rl 
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58. The use of a compound of any one of Claims 1 through 45, or a 



pharmaceutical^ acceptable 
inhibiting thrombus formati 
3 0 thrombus formation in a mam 




t thereof, in the manufacture of medicament for 

eating thrombus formation, or preventing 
al. 
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